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[St *JS 1 ] ( 1 ) 

R 1 



M XT 1 



>-QR 3 



0) 




X 



(Sfl 3 , -X-tt-SO-Sfcfi-SC^-Sr^U 
"CX2|4CHSr«i-^*fcttXlttCHT?x2tt2*W^ 

yg, i?TAs*n,T $ / m^ititsim^mmmm^m 
u 

R 2 J47/U^r^S, K&T/u^ug, TA^~Ag, B 

y-^g, sftr y - ^g, t^/u^/^s, mtervfr 

y^g, I^TWy^/^i, 7n-</^ bitd 

Ylfi**!*-?-, *i£g> TA^Ag, fi7/^/V 
g s 7^3*Vt Hlftr/^a^-^S, TVlo&y-f/U 

g, Biftr^^y -Y/ua, agiTD^/p 

g, ^/Wtfdri/S, 7;wa^^*;i/*x;H, ti7^ 
a^tf/Utf^/ug, 7^1, 7;^7;/S, i/ 
7^/U7^S, *7/w^*>f/v£ % TA^rA^/W^ 
■^/Wg. ^T/l^/U^/W^^/l-g, /M^y^/g^ - 

hDg^fcttv-TygSr^L, 

g, 7;P3*->J, fi»T/W=J^r'>g, 7 iVij / 4 >\> 
g> filfeT/W^y^^g, 7o>f/vS, 
g, #^*^^S, 7;l/3*>'*/^^I, W&T*> 
a^v-tf/U/tf-Ag, 7^1, 7/V^7;/I, v> 
^;W^^/l/g s TA^A^A/^ 
-f/wg> ^T/u^A^/w^^/vg, /NDyyg^., = 
hn«fc|i->7/S**t. ) -e**h5«*»b^ 

[I§*JI2] (2) 

Kb 2] 



NH 2 




(Z) 



(5t<K -x-n- s o-^fcii- so 2 -£Su 

R 2 i4T/u^r/ug, ESIT/u=¥^g, 7/u^=^g, B 
&T/i"^Ag, TA*~Ag, Ift7;u^r^^S, 7 

g s T/^^^rv-g, Ii7/U3=¥i/I 4 TA^y-fA- 

g„ ffl&r/u* y xfAg, 7o>f/us 4 ®girn>r/p 

g, ^/W/J^^fv-g, 7/ua^V* /uztf^/ug N Eg^TA 
^•^/^^^ T^yg, 7;u^/U7^/S, 
7/^7^/1, ^;w^^;Ul, T/^/^^^^ 
Ag, i/TA^A^/w^.f/Ug, ^D^yS^ — 
hngS^li^TygSr^L, 

Y2tt**JDRiF, Tk&g, TA*A-g, giT/^^ 
g x 7^a*i/!, fi»7^3^->S % 7*^13/4 
g. g&XA^y-fAg, 7D^;l/S, |^7o/f;P 
g v tf/U/tf^g, 7;^^^/^=/WS, SI7/U 
□ ^fi/^/^xyPS, 7;/i, 7^7^/1, i> 
7;^7^/S k ^/w^-fAg. 7;^/^/w^ 
-fAg, ^7;^^^;u/^^^I, ^oy^, - 

hoa64fctti/ryasr*i- 0 ) vrnztizmmmtG- 

[»#JJ3I R2^7^^;H, B&7A*Ag, 7 
/U^-zl'g, S|feTA^-/ug, 7/^^^S, B&7 
A^Ag, 7!l-^I, Ift7il-/VS, 7?^ 
g, «*T9/u^ua, SMS^fcliIi«il8lT' 
fo!9, Yl*S*«W^, T/u=*v"g. l«7;^^rV 

g x ^□>> f ^m^-^/cf4- hpstfc? , Yt&Jkmm 

^ 7;V3^->1, ii7/V3^^s 4 />pyyJB« 
[R#Jg4] -X-*5-SO--efc53»*«l , 2£ 

[ff*JB7] it#>fK 2> 3£fcli4iE«<9«ifSSi 
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its®* izte*<nmm#)im® ztiz&zmtto&ft t -r 

[0 0 0 1 J 
[000 2] 

*£3|A Lfc AJiSrt J: "9 ffllft^^ V*- 7 ^ o 

- 7 ^ p >-HBl!*5 J: WlfFiS (wis tt 5 * *S £«)fW 
[000 3] 

*-7*u^±Gf&mm&&zmi-z>mm*&ft : ?-it& 

[0004] 

«^&S!-*gKRNA^poly l:C<D«J: e./.C^-^RNA, 

-eii, 7 /varus >>m. fy-c^vii^ 

ttm*ft-oh£>-t> i fLtii£ixr\,^ (Stringfrllow, D. 



(3) 

4 

A. : Methods in Enzymology, 1981, 78. 262) „ 

mmm&ffe\±*&< . il-6 u^-a-r^ve) , tn 

10 >t>|^Bf|-^Sg^5 ~ i^SP^r^S (Testerman, 
T. L. , et al. : J. Leukocyte Biol. . 1995, 58, 36 
5) . 

[0 0 0 5] *&W&bl*1&#*<0'{ 

>*-7~n>±&f$.Ws&mzm&-t'<<&iMtfifii,tz 

[0 00 6] IP*k *$BWfl\ ( a ) -jug; ( 1 ) 

Hb3] 

20 R 1 




-X-li-SO-Sfcli-so 2 -iSr8L, Xi 
2i± c h $r (± X 1 IS C H X* X 2 \±mMu=^- *m 

7J-/H, S^7!l-;H. 7y^^S, g& 

3»i7K^J®^, TA^/Wg. aSIT/v-^/i'g. T>\<t>/ 
-<^g> S^T/WTJ/'i'/i'g, 7 0^/vI, fi^7D^f 
/wg, r^=*v-*yw/-}f=/u-g. S#iZ^3=¥V*/U7K 
— /ug, '<>-v J /w^#v'*/i^/K— /ug*7t(ig^-<v^ 

40 /W^^v^/U^^/ugSrSb. Ylli*^^-, tK®? 
g> T^^g. S^T/i'^/i'g, T/w=^->g, Sg| 
T/u^dev-g^ T^^/'f/wg. a^Z^^Z-f/i-g, 
7o^/uS, S^TD^yi/g. */W/1f^-v'g, Tvuzi^r 
•>*/U/-Jt=^g % E&TA- ^7tf=-,>vg x 75 7 
g, TM/i-7; /g. '^/^W?;!, #/w^ 
W'^g, 7/w#/i'*/w<*-f;wS, v'Z/Wdf-^^/W/^-t 
^/ug x /NO^VilT-, =FDltfcli->77SS:S 
L, Y2|±*IS^, *&g, T^^/Wg, fiSIT^* 
/wg, T/t-s^-v-g. HSIT/'W'^^-v'g. Ti^ioj-itv 

so g, E«IT/V'*/-l'/V'g, Tn^/ug, i|7o^/v 
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g. a/wafdrv-g, T'/i'=^f'>*yU*'->'U£, B&T/i' 
7^*rs/S, ^w-^-f/wg. ta^/w^/w^ 

[0 0 0 7] ^ffWlcii, *JB9itt (b) -Mat 
(2) 
4] 

NH 2 

(2) Y 2 

-x-fi-so-3:fci±-so2-£SU R 2 
tiT/i^wg, B&T/i^Ag, 7;vy=/i-i, B&T 
/U^=./Ug. TA-*=Ag. B#l7/l-*-/Wg, 7U- 

/wg* B«7y-^g, 77*^1, i»7 7/^;i' 

g, «*«g*fcliB&&i(IBgS:3cU Yi»i**W 
•?\ 7K$?g, X/w-^ug, B&T/PdrA-g, 7/^^-/ 
g, BlftT/i' = =¥v'g, T/w*/i'^g, B&TA'#/ 
•I'/Vl, TP-fX-g, fitftTP-f/Ug. ^/Utf^g, 
7^3*">*A'#=A'S, B&T/l^df-^/pzK-^ 
g> TSl/g, 7/^^75 /g, v?T/W*/l'T 5 / 
g x a^U/^-OV-g. 7A'*A<*A"'<*'fA'S, v^TA- 

T/g£fcU Y2»±*BB-?, *&g, r/w^/wg. 
B&T/nfrA'g, T/i-3*->g, B&TA-^3-->g. T 
/u*y-f^g, fi*T/U*y^/Ug» 7d^;V1, a& 
70^^ ^ntf^g, 7/W3*v'*/W/f=;wi 1 
fiifer/i'3=¥->*/W7K^/i'g, T5/g. T/W^/PT? 
/g, v^T/Udf-zwr 5 /g. #/W<*-f A*g, TA-#/u 

= hag*7c(4->T/g^*i- 0 ) 

[0 0 0 8] SfCftftfttCfi, (c) R 2 ^ 

7^*/Vl, BtfeTA"*-Ag, TA-^r-Ag. Btftr/u 
^=A>g x T/U^f^/ug. BglTA-drnA-g, 7!J-;l- 

g, ffimxy-A<g, 77;^/uS, II77/^/i- 
g, t^SIStliWSilSffcO, Y^*#JB 
7/Pa^v'S, H&TA-n^v-g, ^ayvlfi 
Nng-Cfci?, Y^tK^BT-, 7A'a*->S, 
IS7;v = ^->S, Anyyf^ifclJihBS-cfcs 
(a) Sfcf* (b) ftfW3«Sf£ft^*fcte*;h.fe<D 

[0 0 0 9] Stftfl:«j»cJ±. *S8Wfi (d) -X- 
#-SO--C*5 (a) , (b) 4fc»± (c) |E«Offi 



5 

[0 0 101 tfc, *«fltt (e) (a), (b) , 

(c) Sfctt (d) IE«<Dft^=SrW«»5K^i:-f5EiSI 
iftfigite^fcli (f) (a) „ (b) . (c) 

(d) BaoflS^Wftr^WWtdfci-S-f ^-7*0^ 

[0 0 1 1 ] JMM&fctt. *JB03tt (g) (a), 
(b) , (c) *7c«i (d) &m<n4t&tot:mtto&ftk 
-fZtiiV't'l'Xm. (h) (a) , (b) , (c) £ 
tUt (d) Ei^k^*bfc#»|*#ii-aSi*»*fctt 
.0 (i) (a), (b) , (c) Sfctt (d) E«WMk 
-g-«9Sr £ i" 5 K Hi" 3 . 

[0 0 12] *«BJ(Cfc^T»S Ll^«J»i LTti 
(j) R3^7K^^T-*>5 (a) ifcfl (d) K« 

(k) R3#&mm*x-&v, x'tfMSf-eisio. 

X^gHtJjjl^-CfcS (a) Sfctt (d) IE«<D1S^|1 

*»W»-*tv^-C#*UMb*«J»i: LTIi (1 ) R 3 
20 ffifrmm=FX-1b <0 . X»*sBBW^-e*>0. X^iSCHT- 
*>3 (a) (d) IE«©«JHaMt*«B**i»±-t© 

* HMfcMWi: L-TI4 (m) R3^7)c^^-T-fc 
*), X^SCHffc^ xZtmmiS+VhZ (a) 3=7c 
l± (d) lEftOttBBfk^ttSfctt-tWEKttKtTS* 

[0 0 13] *%W(c:*>v>-C»* LTIi 
(n) R^TS /gffctK R 3 *57K*S^--efc2> 
(a) *fc»± (d) E«©BBIIWk-&«»4fctt-tOE16 

iMk-&«5«£ UTtt (o) Rl^7? /SffeD, R 3 
^TK^BT-ffe'?. Xl^^SlB^-Cfct?, x2j&s»RjB 

^-efe^ (a) s^ii (d) fRmvmmmte&vs&itrt 

T»*U^«)*tL-Cli (p) R^7$/S"P 

r 3 ^tk^^t?^ » xHmmm*T'*>'9, x 

2*5CH-efe5 (a) Sfcfi (d) i2©0«^-ft-g-!fe) 

fc:JSV*T#*U^fc*%«£L-C»± (q) Rl^TS 
« /gT?fct) x R^Tk^^-efe 0 . Xl^CHT-fct), 
X 2 #i*I^-C*5 (a) £7cf± (d) GftOttlfll 

[0 0 14] *«9ite*iv*-c#* UHfc***i Ltd 
(r) R 2 *5T/W^r/l'g. B^T/l'^/Ug. T^/t'^r 
/Wg*fc»iffiglT7/l'^/Ugt s fo3 (a) $7cf± (d) 

(s) RZtfSTVW^/Ug, B^T/P^/Pg, 7 7;H 
/L-gS7c»±B^T 7^*/Hffc •) , R 3 *57K^^-T* 
so *,5 (a) Sfctt (d) IE*0>1*»8Hfc*tt$fcW:*<D 
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■t^^t^mmt Lxii c t) r^tv^a-s. s 
2&&mmi--?h2> (a) (d) w&o&mmt 

3§WIC^T#;£ LWt;-&&#i LTI± (u) R 2 ^ 

^-efet). X 2 #CHT-fc5 (a) ^fcli (d) IE® 

(v) RH^T^^m, fitfeT/Wdr^S, r?^* 
X^CHtfe*), X 2 d^^m^-C*>5 (a) * 

fct± (d) is«ro^sia^fe^fcii-toiiisiwtcffs 

[0 0 15] UMfc**#i LTf± 

(w) Rl#T5 9, R 2 *sr/W*^S. g& 

R3^*jmm^--caS)* (a) Sfcli (d) fEttCDlf 
*T?*>5 (a) *fcf± (d) !E«<0«jRai{t#te4fctt 

T#*LVMk*WliLt(i (y) r^ts/s-c 
R 2 riST/u=*-A-g, fit&T/L-^A-g, 

9> Xl*5gSf^-CfcfJ, X 2 #CH-?fc5 (a) *fc 
it (d) !E«fc©ffiS?ai'fk^'»4fcfi-?r<0EIKS*)JcflF§$ 

tLtli (z) R^T $ /S-Ctet). R 2 #T/w*/U 

j^mx-by. KH^mm.i-xh'o , x 1 a* ch 
x^gnj^-efes (a) sfctt (d) sa«©«sig{ 

[0 0 16] HlC*3§0J^1g£iBfc^1&te*^:/2^/w 

^-tiws (fiiiTTh 2 tBg-r. ) »of---f h *-r 

(fiRJxid. IL-4 M^-a^*>4) . IL-5 (-TV* 
-P'Tdr^S) , IL-10 My^-n-f^yio) % IL- 

13 w^-a-f^i 3) m (Dmtk&nm-atcim 

5. e»J^rf. IL-4f±B«afla{c*fL, IgE*5t#Ojg££&§ 



(5) 

tt&lMKf&<OitjgH^I;:fr£„ ^-oT, Th2li. IgE 
.L>W*»Bfla-C&5. HP*,. T UA-^HMittT h 2 & 

mmzmmn.mLtcW;mx3bZbwz.z>. mmz, 

A'*-ttft»*§C»-C*><5«ii, &«IClL-4, IL-5^(D 
io Th 2*-f hfl-f >-OK*©fl|Jl. *>3lM4Th 

Tl^S (B6^E(1994) 20 : 40-46) „ ^it^yT 1 ^ 

lcfcS§e^g^.Slwlo^Tt,^»l±t?. Th 2^W(- 
^^/CiiL/t^fllT'fcS t £*LTI/ X 3 (Medical Immunol 
ogy (1988) 15 : 401) o lot, T h 2 ri^ffttcSSHg/C 
it Lfctt«*m!l£fc»±lMBi-r 5 C t lc «fc 5 E^icMi" 
^i:*fc»iie<J(1-5ii:^, T h 2 <7?^6*)^Sgjtiit(-J: 
20 57WK- t£gi.* (Mx.li, «S (T h f— 

tt^tt*«5F^ffi«» (AIDS) <DffeSg*fcli^ 

[0 0 17]*MIl: (aa) (a), (b)* 
fcf* (d) IE«<7?«*S-ft^^fc«-t<0|SaSW^ITg 

[0 0 18] *«Wl±M{wAfl£e*H;i± (a b) 

30 ( a ) . (b) sfcii (d) &m<ommmt-&<m-£iz\* 

MjHSfcttW«JHfcB8-*-5 Q 

[0 0 1 9] MIC, *%B^tt, (a c) (a). 

(b) *fctt (d) IE«feco^Siii^feS^f4^wEK 
WlwfffS$^5tt[t:*Jftfia^4:i-5Th 2«5J»«rtlie3t 

fcttfi^t4^feg?P^3l^l¥ (AIDS) Of&^Sfc(± 

40 [0 0 2 0] 3f:«PJ(±MlcH.(*&1)(-« (a d) 

(a) . (b) (d) IS«Ott3S^t^feSfcli 

[0021] 

i%w<omi&(»Mm] *&m<n&. (1) ^siiaft^ 

^ili, TIScDst (3) , SC (4) . * (5) , 
(6) . (7) (8) T$$tV5ft#i5r§ 

60 tf„ 
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[ft 5] 



6 



(3) 




X 



6 s 




*Y 2 



[ft 6] 



II 

o 



(5) 




x 



R'-S 
ii 

o 



(6) 




X> 



[ft 7] 




ii 
O 



£ >-OR 3 

^jL-y 1 



(7) 



6 



(8) 




or 



7!/-;^ I^7y-^i, 7 7/^^1, 
TATA'S, BtftZ/V-^^S, T^a*5/*, 



=*A-£, 7^3 *v-g v E&T/l'^^rv'g, T^ilJj 
A-g, tUkTA^/^A-g, 7n>f^i s a&Tn^A- 

^v-^A-ztf-A-g, 7;/S, 7;^7^I, *J 
XA-*/WT^ /g, ^/W^^/Pg, TA^A^W^ 
-I'A'g, y7;v^^;w^-f^S > AD^ygf, ~ 

[0 0 2 2] R 3 as**JW*0»£fctt, -tiL-e 

ixTfB^> «(9),a;(io) ,a(n) ,s (i 
2) % a; (i 3) (i 4) ^***tsEaemt 

[ICS] 



40 



6 



(9) 




(10) 




X 



[ft 9] 
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12 



>=o 



litl 0 J 



II 

o 



R 



(13) 




R 1 

n * — <^ 



^^£, E^T/^y^^S. TA^^/uX, B&TA'* 
U Yl|4**JW?-, *&S, TATA'S. BtfeTA-* 
g, jA'/tfdfv'g, T/^=3^ri^^/W^^/US; g&T/v 

-fA-g, v ; 7/u^/i/^/w^ : e^/uI s /M^y>-jf^^-, ^ 

g, 7/i^^/H, i^7;u^r/wS, TA^^^g, g& 
TA^^g, ta^/^ /wg, atfeT/u^/^/i-s, 

7n>f;^ t«7D^^I % # A^* iyg, 7 A 3* 
g, 7^^7-; /g, ^7A-*/i-7^ /g s #Av<^ 

•To ) 

[0 0 2 3] (1) IC*II*6R1, R 2 s R 

[00 2 4J R^fcttSTA^A'T S /g£ L>Xl*m 

(Wx.fi* *^A<g, ^A-g % ^DtWS, y^/u 
g, ^v-^A-g, ^va^MMsw e>^5o ) , A* 

S3-70^d7;u^1/| (Wxifi, ^p^p^ 
g, ^p^yf/uS, >^ p^^y/vg, i/trw^*? 
^mm&mifbinz. ) , «»4-io©^nr 
A^/urA^wg (09*.fi* >^ d-^p t°A^ ^vvg, 



04) 




X 



9 a^*isA,*<?/i,2imt>mtf1btiZ. ) 

fcTS /g^a^ff btiZo *f»5tett0!*.tf, ^A- 

7;;E xf;V7;;l, fcVUT ^ / g, ^A* 

pypt>7-;;s, d^v^/ur s /g, 

^->^7^/S % V^p^f^^/I, v-^uy 1 

[0 0 2 5] Rl^ibMtSHSiT/W^T^ /St Lt 

-6©MSfcii»8tt(D7/^;H («jiff, *^a- 
g x n^A-g, t°A-g, y^A-g, "O-^vug, 
*i/A4E«#»tr *>*l5o ) . ««3-7^D7 
A^A-g (Wx-fi, '>^o^o^i, i/^n-<^^w 
g, i/^P^y'/Ui, V^o— ^/wS^5*Jf 
So ) , J^it4-1 0O:/^d7^^7/^S 
(fflifi* y^p/pt 0 ;Mf;vS, v/^p^yf/v^ 
^A^g, y'^p^^y'/u^f/vS, y^ a-^^ri/^^i^- 

a******* e>*t*. ) **s#rf e>tts. ) -ea&sn 

«5$H*atS (ffJAfi* S*JW^£l^2flfcJ:tJ«ifc 
«^SrO-ifi**tfJIB«Sai*ai*»^f t>ti % Mc 
#«Uwfi, t e py^vg, tr^yv^ug, txy^;- 
A-g, t h 7 t KD7^f^I, ^A^y =/ug^as 

[0 0 2 6] Ri«c:*5it*^r/V'*^TS yit ut 

(Wx.fi, ^f^S, 3i^/wS, 7"p 

[0027] RUztortzmaaMtmamkisXtti. m 
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tfS£*J©^$:0 - 1 fiSr^tffl§S^S*SS^d5^Jf 
tt^o SKJMfcfftiCfi, l-t°uy iz-yug, l -fc>* 
y^/wS, 1 -tV^v^/w*, rh7t KP7f tv 

[0 0 2 8] R2|-*5it5r^^£4: LTfiCTx:fi, 
ft** l-l 0©K**fcSiMi»tttt©T/u^/wS 

(0y*.ify ^ws, ^^-^Ss t>s, l-^fvu 

^^^S. ^^g, 1 <3->v-7u t°/p£ x 2-^3- 
A^n fcVUg, 1, 1 -i^^M^^v^S, 
£, 1 -/^v^A-g, 3-^ 
f^yf/vl, 1, l-^^f^Pt^I, 1, 2- 
i/yf/uypt>S, 2, 2 ->*y f/U^D tf/uS^ri* 
«itf?>*l£<, ) , ^3-7 0i/^a7/^S (CT 

^^D^^/uS^s^tf fettSo ) . ft3i 
JS4~10<D'>^p7W;W7/^S (CTx.fi, V* 

a," «**l--6oia^Bttfcav^tt»tt*oT7^*A'^ 

/^g, ^/i-g, ^ot^S, 1-/^ 

f-fVfu tf/Ug, 1, 1 — V^^^^JQ^/US, ^V^/P 

g, 2 -/^/i^^g, 3-/ 

^/vy^-/uS, 1, i-^f^P^uS, i, 2- 
v^^/w:/p t*/ug N 2, fcVug^as 
*tffc;h,a 0 ) , »5-7£D^^d7/K/H (CT 
XLfi, i/^D^s^^IW^?, 
ix5o ) * »5-8^i/^p7/^^7/^/vS 

[0 0 2 9] R2f:ifctt5B*7A'*/t'Xi: LTfi, - 
ixfcft**l--l 0<D*«Hfcfc5tM±^tt«OT/i/*/w 

^^/um, y^g, l-y^yatvug, 2-/ 

f/^n fcVu£, 1, 1 -^^A^^/ug, ^V^/b 
g, 1 -/^/u^/wg, 2-/^vu:/^/wg, 3-/ 
^/wyfvvg, i ? l-^^f/u/ptvul, i, 2- 
y^WDh>|, 2, 

(CTxifi, ">^p^yf;vl s ->^p^^;uS, 
p^y^/v-S^^tf btu^c ) s «*»4-iooi/ 

^d7/^^7/^^I (CTxifi. i/^p^PtVu^f 
A'g, v'^P^yf^^f^S, i/^D^v/;uyf/u 

g, e>jxs. ) mm 
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**1 -6 07/W3*^S (CTxifi, / h*v"g, 31 h 
^v/g. ^DJK*5/»«Ms#lf e>H5c ) , ft**i- 
6W7;u*y^^S (CTxili, */^/v-g, Tir^/w 

g, :/p^/>f /ug, y^y-r/ws, ^o-^ 

/ * *&m*mf e>ix5o ) , ft** 7-1 i<d 

7d-<;H (CTx_fi, -O-^/i-g, p-h/v-^/u 
g, ^7 K^/Pg^^f 5>ixSo ) , 
ft**2 — 7<OT/U3^-v'*/^=/wa (CTx.fi, * h 
^v^/PTtf-zug, ^ h^rv-^/W^— /Ug^a^ff £>*l 
10 5,),7^S, 7/U*A-7^/g (CTxfi, ft** 

^7/Mr/u7S/g (0»Jx:fi, lR)-*fcf^3fcofc2<B 
<7>ft** 1 - 6(07^^ST'«^hy k :7 ^ / g*?J&* 

^/g, ^7* ) , * 

* 1 — 6 cor/^^-^ST'B^^n/2:^/w<^e-Y 

a wjx.fi, ra-*fci***ofc«**i-6^T^^ 

fi, i/^^^^/^^^e^/^S, v?i*-/U'*yu^ j E-^/V' 

8*61-67/^/^^7^! (<£lx.fi, fr/is^/v 
7^/1, 7ir^/w7^/S, ro/V-f/U75 /S, 
y^y^/^7^/S, -o^y-r/U7^ /£, 

30 j/isTz/mmmtftbtiZo ) . ft** 7-1 107 

p-f/U7;/l (CTxifi. ^A;V7^/I, p-h 

^ 0 ) , A D y^ (01fx.fi, ^'y*, «*, 
^*rf bixSo ) , J!§ia^*Sa (CTxfi, S*®^ 

$r 1 - 2 m& x vmmm* 0 - 1 m z^tstemmmm* 

5c ) htiZ* 

[0 0 3 0] R2^*5ft 57/^^/v-St UXfi0iJx. 
40 fi, ft**2- 1 0<OK««*)5UM±»tt^7/i'<r = 
(0iJx:fi, 2-7 p p^/H % 2-^-^S, 2 
-^f^-2-^D^-/vS, 2-^>7^^/wS, 3 - 
/^/W-2-y^^^S, 3-/^/^-2— 
S^^^ff^H^o ) , «l»ft5-8^D7;^=A' 
3E (CTx.fi, i/^p-2-^-fe=/w*«>**a|lrt r feJx 

5o ) , ft**6-l 0COi/^P7/l->!r-/wr/W^r/US 
(CTx.fi, ->^n-l-^*-fr=/W^^/USff*S^rffe 

[0 0 3 1 ] R2fc^5(t5e^7/V^^/wSi:fi, -o 
50 ^fcfitt*<B^e^S-CS^$n^ft**2-l 0(DI 
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^p_ 2 .^rim/US^^^if fetbSo ) % J^^^6 

o/V-T/US, :/*/*OuS. ^^^y-<^s. — 

bj^mmmtr tita, > . *aok*vs. ask 2 
m^mmmm (m*Lt*mmj%** 1-2 a«j:ov*ik 

t'oy^S, tf^yvvwg, tr^C^uS* ^-/u 
[0 0 3 2) R 2 \Z&ttZTt\'*~sl'&k\^X\*m7L. 

^-A-S, 2— 4-^^/1^-2 

[0 0 3 3 J R 2 tCioit^SmT^^=/wS^ LTJ4. 

2 -^>^^^yu£, 4 — ^^vu— 2 -^^^/ug, 4 

*#rfb*u5 0 ) . »l-607;^/^;ui (M 
;Lfi, rtwi^/uK, Tir^/wS, /p/V^/i'S, 



75 

/WtK=/wS ^ h*^#/u#-/u£ % 31 

X«#W=>;h,5o ) . ^7/^7^1 (09x.tf, 
IrI— 2 <@<Z>jKSi» 1 - 6 (D7^*/Vit 

litttHJW^ * 1 - 2 fl*3 «t t/ge^®^ 0 - 1 5r^ tpffi^ 
SIVA'S, t°-<7^-/ws, ^/u*y^ussjasa§£tfe> 

[0 0 3 4] R2^iBt4ST y-/USt LTtt«*tf, 
«*»6-i 0O¥lBS:4fcliffilgitTy-/uS^^tf 

[0 0 3 5] R2^JoJt5Klftr y-yuSt UTfiffll*. 

tL^ 0 ) *s*fffe*tS 0 SttB*»tbr 7k 
«**l-6©7/U3*->S p« 

m. =c-h*ism, 7B#*ismmsm*fbti%o ) > ^ 

J^^SC2-1 l<D7/^^^W-;uS (fiRJx. 

>'v ; ;i/t^v'^/^^^Sf^(fP ) ^7 (e ) , 7^ 
7;^7 5;i («x.tfjK*i»i'-6 05r/w^/u 

mxs&ztiitTn/m&mif hti, Mrft#>\zi* % 
r/u^s-cBmstLfcT^/a^ifbix, 

*/w*yw<*-f /us (0iJx.tfjK*ftl -6^7;^;vl 
"CB»**tfc*/w<*>f^S36«*H f e>*x. Af*WtCf4, 

) s ^7/w^/^/w<*>f/i/S (WAfi, (H-fc^ 
50 iMj:Mo^2o^ig:i -6<07^S-cBSlS 
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7^, mm. 9km*t&m?htiz> 0 ) , ^ 

[0 0 3 6] R 2 «wiol7^T^/u^r/wSa: UTf±W^ 
ff, j^^»6-l 0<D*S^fcH^lS^;(DZ!;-^S 

[0 0 3 7] R2|:^5Sft77^uSt(j;0i|^ 
If, -o^fcli^3-fe5tMiS^o^«&<i^®^ST' 
S&£*X*:^3igt6-l 0O*^^/cifi^^Ty- 
^SX*@SI$^fcj^^» 1 - 6 <DT A^/ug^^f e>ft 
3o 3&fl»g<h LTIi^Rff, Tkgfcg, ^^1-6 
07/^^'>S (OTilf, y K3fv-g, ^h^riXS, -f 

y-f A-g (fi&Jifi, */i/^/H, Tir^A-g, ^u/V 
-fA^g, r/^y-YA/g, -^^y^A-g, ^^ih/^/p 
gs?^if <bH£ 0 ) , «*»7-l lCOTn^/Ug 

(Wilis "OV-fA-g, p- hA-^A-g, t7h>f 

KOT/v^^'^/i'/f^i (Witt. y h A>zK 
— A'g, xh^->^^^/vS % -O'i^/P**^*^* 

g (Miff, «*»l~6 0T^^PS"ClBtftStt^:T 

=• ygtf^tf b*u ft^Wfcfi, y^A-r^yg, ^ 
A-rsyg, yot>7^/s, ^f/ur^i9^ 

t tfiAttofc 2 ocDj^Sf 1 ~ 6 COTA^A^g-CEIftS 
^xf^7S/i, xf;Mf/U7^ yg*?^*lf 
(0]x.f*gJ3f«R 1 - 6 OTA^A-gT*fi&£;h^# A-/< 

^-f A-ga^tf bin. ^ffcfftlcji, y ^vu#a-/<^A' 

g s xf;^;w^^;ug, :/n A^<^-f /Ug s 

^A^A^^A-g^s^ff b*u£ 0 ) , v^ta^a/ 

^jVi^J^/^^ ^fvPy <?VU;*/ /W<^ A-g^ 

[0 0 3 8] R2^*s^5aHH8RSi: UTtt, -^nl® 
mm^O- 1 f@S fcliSEJttJK^a* 0- l fflSrg-frHiSt 

^<oga?oiassaig, *>*vM*niaia;*fc»i*Bais;^^ft 
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eny/us, t°7^ii/ws, -rs^vyA-g, ^r;/y 
A-g, ey^/us, e y ^ v^a-s^s: 

io [0 0 3 9] R2^*5WSS»«*SSSi:fi. -o^fe 

*JH^ s o--i«4fc(±a||JW^o-l««r*tf, ¥ 
m^oiafoffi^iis, fcstMi:*ai«:*fcttffl9l«;o?F 

£if, fh7t Ko77^£ tf d y ^^/ui, ^e-a* 
*y~A-g, txy^A-g. t^7y^/H, t°7^y 

g, t e Dy/H, f^/y/ug, ^f^/y;u«, 
-ry-rvKy^s, ^r/y^s, ^>-y^-T^yyus, 

SKBftli: LTIiMitf, tK^S, $ 

*ism. ?x2 7?s**smeciim?binZ><> ) % j^^^l- 

g x ^n/sV^/uS. ^^/-f^S, ^^^/-^/uS, 
^^r^y^^S^^lf 5>tb5 0 ) , «**7-l ICO 

^^^C2-l l©7^a*^#^/H > 

/m^tmtfhmz* ) . v7;^7^i («* 

If, ra-fc5^ttft4ofc2o^*8l-6<07/u* 
y^/WT^yg, i;xf;U7^S, x^Mf^7^ 

*, ffi*, **»*s*rfbixSo ) > - ^1, v-ry 

[0 0 4 0] R3»c*5lt57/^^Si: LTttWilf, 

bo ifibti, Afrwi-ffs y^-^s, ^^m. -fw>v 
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a, ^/^s, i-ywoe 

/US, 2 - y f/^o tVug N 1 , 1 - i^y TTUa^/u 

a, ^^^a, i 2-**?>i>-/*j- 

[004 1 ] R 3 li*5JtSB»T^^£i:tt. -oi 

ffbftS ;< ^^vug> ^b^S, 

1 - y f^xfypl, y^y^Ss 1 — y fvUy^o t°/u 
£, 2 - ^f^D fcVug, 1. 1— iStfjUSLf-jU 

/vis 3-y ^/u:/^/wSs 1, 

1, 2-Z?*7*zf* tVw£, 2, 
n tf/i*a*#¥tf ) . aBE«*St LTHAi*: 

ttfctt. *g£g, «*ftl-607A'3*v'S (ffl*. 

frSo ) . Ml-eOT^/'f/Wl (#JAtf, * 
/i^/wg. T-tr^vUg, :/n/V -f /^g, 9 f9J4fl' 

a* ;<4^&. ^^/-(^mmm\fbti 

So ) , ««*7-i iotd^/uS (Mtli, 

s G ) , 9m*\-~*o>T ***** ima 
a, ^*D-/4***ismm#mtr*>inz>o ) , 

7-1 l07n>f^S (09ifi, ^o-^/uS, p-h 
A^/i-g, 1~y b^/^&m^mf btiZo ) s Xfrrt 

=¥v-g, &M&2^ 7 <DT (^Jx 
^f«b*lS 0 ) , 7^S, 7/VW;/S 

/a, ^ntvuT^/s, z/m^&mifbti 
s 0 ) , s?r^7«y« (W*.tfin-*fctt*tto 

fc 2 ffl<0^SI» 1 - 6 ^7/^^St'Sft* *ifcX S / 
^T^yg, xf;Mf/V7^; /a»*s**f 6>*l 

[0 0 4 2] R 3 (Ciott57/U^y-r/uSt LTf20iJ;c 

[0 0 4 3] R*\Z&\iZtl»T;\'* Ssi/umtte* - 
*xfc#»*l-6 0T/^#/-f/uS (Miff, */i'5A' 
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* /WA-g, y^Ug^^lf fe^S* ) 

if btbSo S&B&g£ L-CttAftt&lctt, tK^S, At 
SIS 1-6 (OXA-a^g (0U*.tf. y h*v-g, 

g. +y Y^*mm»mrr btiZo ) , 

So ) , 7^7^/S (^J^Lii, 

l - 6 cor/w^^S-eH^^ti/iT ^ y S^^s^tf ^ 

j^^^ i ~ 6 (DT^frmvw&zinitT * s mm^m 

71, Ji^yP^^T^ yS^S^jf t>nSo ) > '^v 

20 (Wirf, ^jy*. **«|c^4irf&tt 

[0 0 4 4] R3|^W57D^yUSt LTH^Jxtf, 
[0 0 4 5] R 3 {CjoltSBmr o^ybSi: UTfiWx. 

tf. -o*fcti«»<@OB«iSt?B»StLfc^lR|»7- 
So ) > j^^^7-i loTp-r^s -<^y 

S 0 ) , ^/^>i/S, K*»2-7©7;^*V*;u 

5 /a (^J^tf, «*»i-6or^/ua-eBi(i$*L 

a, xf;u7^/s, ^w^/s, y^/wr^y 
aw*s**f feixs. ) , ^7^7?/j imaam 

— ^ fcttS&o 2 OOj^^^C 1—6 ^7^^/VSt't 
T^y£. t?xf;i,7^S, xf;Mf/V7 5/S* 

[0 0 4 6] R 3 ^ibMtST>'V=^ri/^/U^-/uat L 
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[00 4 7] R 3 {C*5«t*BlfeT^3^v'*^^t'S 
mtfbh,. ^&B&££ LTfiCTxfi. TKgeS, mm 

li, 7^, *JH*3ft«»tf 5>H5c ) «M*»tffe 

[0 0 4 8] R 3 l^^»t5Sift^^^^^>'^^ = 

#»f tit* S&B&Si: LTtt«*.tf. zki£S, 

1- 607;^^>i (Mx.fi, * h**>£, ^h^v- 

fi, 7 s/*, ttt*. JW*#*fffe*i6. ) 

[0 0 4 9] Y1*5J:WY2^J3«-5T/W*^*4: LT 
B\ ^S»l-6©7/^/uldW?>li, 
fi, Sffrftlcii, ^^S, :t^vw£ N ^PbVuS, i 

2- ^^:/c7 tvug, l, i-^^f/vxf/i/i, 

1 ->?vu;/i7vug, 2-**A>7**m % 

1, 2-v ? ;*^vl'7 P n fcVug, 2, 
[0 0 5 0] YlfeitfYSfc^JtSBftr^A-Xi: L 

/^vV'g, ^^/l-g, ^ntVwS, 1— ^f;Vxf;V 
tVug, 1, 1 -i^fvio^/pg, ^i^/pg, l- 

* ^y^/ug, 2-y^y^/us, 3-^^vt-:/^ 

A-g, 1, 1 -v^'fvu^n tVug, 1, 2-i^^vu 
^atf/ug, 2, 2-v^^vl^a t^U-g^^ff ibft 

g, ^*^1-6^T/U=«^->S (0»*tf. N^rv- 
g, ^h*v-g, fcixS. ) , * 

/Wtf^rv'g, KiS2-7^7/V^^/^^;H 
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v^nx- <0»*.tf* 7^ ifi*, A#«*s*rf&n 

[0 0 5 1 ] Y^iWY^ItST^a^^ii It 

[0 0 5 2] Y l &£XfY 2 \Zto\1-Z>m&T/i'=>*-i/mt 
S"CaH$n^*ft 1 - 6 07/1^3 ^-i/S 

g, ^h^rv-g, :/p#*v-gS?#;^ff e>h,^>o ) . * 

A^^v-g, ej*sc2 — 7^r^=^v'*/u^^^a 

(Mfctf, 7-yiSf, iggt> ***fa*#if e>ix 
[0 0 5 3] Y 1 *5ctt^Y 2 ^iBt'J'5T/W'^/'Y/vS4: L 

^y^g, ^^y^A^g. — ^r^/^^£^^(f 

[0 0 5 4] Yl*5j:r/Y 2 fC*JJt«BlftT^*y>l'/l'S 

^fi, -o*fcfi|g|-*)5VMiS<co^a»fi(OBiflS 
-e«*S*i,*i«»*i'-6^T/w*y^/uft («*fi. 

IM«l-607;i/3*-/i (0)J^Ji, y h^v- 
£, xh^yi, ^D#*v-£^d^f fetUSo ) , ^ 
/U/lf^v-S, 2 - 7 ^7/^3 ^^/w*x/vS 

(CTx.fi, KM. ***3»s#ff 6ix 

[0 0 5 5] Yiib-ctUJY 2 ^^^^^^^/^^ LTfi 

[0 0 5 6] Y 1 *5<tTJ ? Y2|c^tt6B^lTn-Y/USi: L 

B**"eB**iXfc««*7-l 107n^;H m?L 

jMSrre>*L5o ^Kfi«ISi LTfiMxifi, Tk^S, 
S»i-607/i/=^'yi (09x.fi, ^ h^-yg, 3i h 

j^^^2-7^)T^3^v'^/U7}f^^S (fiRJ^Lfi. 
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[0 0 5 7] Y l »XXfY 2 tZ»»^T^^iJ^=> 

g, xh^^/V^/VS, /D^^^/i/^-;Uif 
[0 0 5 8] Y 1 *5J:^Y 2 l-^lt5S^T/^^^v'^^ 

yUTK^^S (fllXLfi, y h^v^/Utf^A-g, ih^rV 

6 Q ) ^^^tffcHo Stee^S t LTtt«x.fi, 
g. ^Sl-6<07;V3^rVi (M*.tf. * 
g, ^h*v-g, Zfa#*ci/me$&mf btlZo ) . # 
A-tf^v-g, jS*»2-707^3*^^=/H 

y^W^F Jft9ds **«3fts*rf 

[0059] Y^i^msr^^r^/Si 

[0 0 6 0] Y 1 *5«tt^Y 2 (C*J»j-5v ? T^/^T S /g 

[0 0 6 1 ] Y^cfctfY^C&tt^T/i^/U^/W^^ 
/ugi LT«:«*.tf«*»l-6(DT^^/uB-e«lft* 

[0 0 6 2] Y^ioJ:^Y 2 ^iolt^v ; T>'U^r/U^^/^ 
^/HittttWitf, IRI-*fctt**ofc|5i*fci*- 

[0 0 6 3] Y^^^Y^it^^py^i LT 

7^i, ass* *«»*s#rfe>ix4. *m» 
^g. T/^g, -^^g, ^v-^g 

&&mtfhtiZo ) . K*»3-7<Z)^^n7^I 
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if feixi. ) «*s*rfbixS. 

[0 0 6 4] T*V*?n,T% /g, ^ZyU^T^/S^ 
*5lt6T/W*/u*i: UTI4«*.rtr, 1 -6 Ofigl 

g, ^s^g^^it e>nSo 

[0 0 6 5] i»7^^7^ ySi LT»i, B«IST* 

tt«Atf, JUSsCSSiSSg a*JDK^«rl-2 
fl« J: WttJMil?-* 0 - l fl $triBa3ffiMa£«*s 

v^yug, f h7t KD7^t'^^I, 

[0 0 6 6] JffiS^RJlfAXj: LT(«il^fD^ 

tu, #J/Ltf, 1 - 2 <B*3 J: t^iKSliS^ Sr 0 — 

g*f##if bit*. 

[0 0 6 7] *«w<t^*tt»t*tt*?K*i-5rfc^T 

z>m&mfhfrz> 9 Attttfctt, *g®e, ant *^t7k* 
Kse, ^^^k, y^^it, 

hy *v ^»<D7/i/*yAM©«««^ h 

I[0 0 6 8] »»IB>c»»Wtw^at i5fe^tti: LTttJ 
Witt £AT<Q^<g^tf g>ix5ol »», Hll7k^iF> 
-f-Sr^-fo aminofiT ^ /S^r, methyl ^ ^^S*. e 
thylli^^/WS^, propyl fl^ o fcVUgSr, butylfiy 
^^SSr, pentylJi-O-^^S^, hexyHi^^r 
Sr, heptyll4^.y^^S$r, methylethylfi^ ^y^oi^ 
40 /Ug£r % methylpropylf^y ^^^d t°/USS: x dimethyl 
ethylfi^y ^l^^vl-gSr, methylbutylfiy ^/i-rff- 
^£^r, dimethylpropylJii^y tVugSr, meth 

ylpentylliy ^-/U^^^/USSr, dimethylbutylfi v 5 ^ 
^}Vf^)V^ ethylbutylfi^^/l^^^^SSr, trimethy 
Ipropylfl b !) tVw£5:, cyclopropylfl >^ 

nyotVl^SSr, cyclopentylliv'^ o^V^/l^g^r, c 
yclohexyniv-^ P vv^2££\ cycloheptylf±V^ d 
^^^^£Sr, cyclopropylmethylfii/^ a^a 
^-;^£Sr, cyclopentylmethylflv'^ P^^^/W^^/l- 
so g£ % cyclohexylmethyl^*>^ d^+W ^^£Sr, 
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cycloheptylmethylf4 i/9 P^T^^y ^/I'gS;, cyclo 
propylethyltev^ u~fu tVl^^v^g^ cyclopentyl 
ethyl 14 p ^^^Wai^/bg^ cyclohexylethyl 14 
is? P^^vvl^^/Wgilr, cycloheptylethyllii^^ o 
^y^/W^i^^fiSr, cyclopropylpropylfiv^^ u^fu 
tVl^P £Vug$: x cyclopentylpropylttVy* d^>-^- 

tVl^SSTs cyclohexylpropyHiv-^ p -\3r vvU:/ 
p fc:VUg£\ cycloheptylpropylHv'^ p -^T^/l^p 
tVugSr, cyclopropylbutylfiv'^ u~fu fcVi-y^vl'g 
£\ cyclopentylbutylf4v'^ D^yf;wyf;l/S§r, cy 
clohexylbutylf4v';? p vV^y^vUg^, cyclohept 
ylbutylfiv-^ p ^T'f/UT'f^S^ % cyclopropylpent 
yltev^ p/d eVu^^-fvUg^ cyclopentylpentyl 
f4v^ a^yf/u^yf/ug^^ cyclohexylpentymv- 
^ p^^vvu^v^ug^ cycloheptylpentylHV^ 
D^7"f;l^<yf/VSS:, methoxyhexylf4y h^v"-^ 
VVl"g£. methoxypentyltey h 3r v^^^UgS: . met 
hoxybutylf4> h^rv'^/VS?:, methoxypropylfi^ h 
^v^p fcVu-g^r, methoxyethylti^ H^rv^^/Wg 
£\ fluorohexylfi^/^^P^^rv'/WS^, fluoropenty 
1 tt y^yf D ^ Z/^/Wg £ , f luorobuty 1 14 7 p 
^SSTs fluoropropylf±7/W^*P y p tVbg^r, fluoro 
ethyHi^^^P^^/bSSr, chlorohexyl(4^ p p^^t 
vvug£ x chloropentylf4^ p P-^V^vl-g^ chloro 
butylfi^ p Pr/^/^g^r, chloropropylf4^ P p^p 
tVug^r, chloroethylll^ p nxf/Ug^, hydroxyhe 
xyll4t KD^^^r^IS:, hydroxypentylf4fc Kp 
^v^O-^/ugSr, hydroxybutylfit: Ko*Wf^i 
hydroxypropylf4t: Kn 3r* v^n tVugfc, hydroxy 
ethylfit: Kn^v-jc^/wg^ carboxyhexylte^A-ztf 

* v""-* £ , carboxypentyl (4 # /WzK * v"< 
^S§T, carboxybutyll4^7^^^rv'"7'^-/PS$r, carbox 
ypropylf4^7^/^^v'^ , P fcVwg?:, carboxyethylf4# 
/Wl^v^fvU-g^ methoxycarbonylhexylf4y h^rv' 

# /i/*K~/l" r ^ vvbg£ ^ methoxycarbony lpenty 1 (4 y 
h 3r /Uztf :=./W< V^VUg £ % methoxycarbony 1 butyl 
I4y h^rv-^/UT^ — /UT^/Ug^ methoxycarbonylpro 
pylf4> h^v-^/U^f— /U^p t°;WSS: s methoxycarbon 
ylethylf4y h * *>#/V7tf— ^xf/Ug^^ carbamoylhe 
xyltt^/l'/^'f' ;V^^i//US5:, carbamoylpentylt4# 
;U/<qE--f /^^^/bSSr, carbamoylbutyl^^yU/^^-f 
/W^^^g^T, carbainoylpropylf4#/U/<^->f /U:/p fc* 
>^g£\ carbamoylethy^^W^qe^/U^^vWg^;, di 
methylcarbamoylhexyl(4 ^vl^ /W<-=E*-< yU^^f- v'/U 
g£r, dimethylcarbamoylpentylf4v ? y ^Vl^jfr/W^-f 
/W^V^VUgSr, dimethylcarbamoylbutyll4i^ ^^t) 
/Iss^j Jl'7 : ?sl'3i : $: s dimethylcarbamoylpropylf4v' 
y fvW# /U/<*4 fcVPgS:, dimethylcarbamoyle 
thylf4v^ tf-fV-frtV/^'i A^fvUgSr, methylcarbam 
oylhexy 1 f4 1 <?-Jl>% ;U/<^: 4 Jl"^* vvUg £ , methylca 



(14) 

rbamoylpentylf4y ^Vl^/W^^f ^'^Vl'gSr* met 
hy 1 carbamoyl butyl 14 y ^ ^ /Wy^^SSr, m 

ethyl car bamoyl propyl {4 p< f ;V^;W<^>f/W/D fcVwg 
&\ methylcarbamoylethylf4y ^W^yW^^yUcr.^/w 
g£\ ethylcarbainoylhexyll4^^/^;£7W<^^/l^:^ 
vvUg$r, ethylcarbamoylpentylte^^l'yfr/W^'l'/U 
^yf^SS:, ethylcarbajnoylbutym^^A^/Uy^ 

A'^^A'gSr, ethyl carbamoylpropylt4^^^^7/^ , > 
^-f A^P tVUgSr, ethylcarbamoylethylf4^^/^^ 
10 /U^^e-f /U;ii^/Ug£^ diethylcarbamoylhexyl^v^^ 
^yU^yW^-^^ yW^^v^yUg^r, diethylcarbamoylpent 
yl(4> ? 3i^/U^/U/<^-^/UXl>'^/pg$ r% diethylcarba 
moylbutyl{4v ; ^^^^yW/<^-f ^y^-/Ug?r % diethyl 
c arbamoy 1 pr opy 1 f 4 i? ^ ^ ^7 /l^ ^ < -=e 4 ) U ^ p t:° /l^ g 

diethylcarbamoylethyl(4v J ^^-/V'^7;W<^e^ 
^•/^g^> trifluorohexylt4 h V 7;VtP^^y^i 

trifluoropentylt4 h V ^^^~p ^^^^g^r , tri 
fluorobutylf4 h D 7;^p /USJ:, trif luoroprop 
yl(4 h V y/Uj-wfu tVugSr, trifluoroethyll4 h V 
20 :7/l^P:E.^vUg£:, aminohexyl(4T ^ / V^S 

aminopentylf47 r ^ / ^V^^gSr. aminobutylJ4 
7; y y^^g§r, aminopropylf4T ^ / 7"p t*/Ug 

aminoethyl(4T ^ / xf/l/g^ x methylaminohexyl 
tet^fVT ^ /^^v-yl-g^, methylaminopentylf4y 
^yUT^ /-^>-^/UgSr, methylaminobutylf4^ 
^ / y^/^-g^^ methylaminopropyl(4^ ^~^T ^ / ~f 
p tVUg^r, methylaminoethylf4^^>'Wr ^ J yUg 

dimethylaminohexylJ4v ; y?-^T 5! y^^y/l^S 
Sr, dimethylaminopentyl(4> ? ^ f-/U7 ^ /^yf/L-S 
30 dimethylaminobutylf4v ; ^ ^ / ^^^g$:, 

dimethylaminopropyl^v^^ "f-^T ^ / 7*p t'/Wg^r, d 
imethylaminoethyll4 i?^ ^ / ^"f*^gSr x acety 

laminohexyl^Tir^/UT ^ /^^rv-/WgSr x acetylami 
nopentylf4Xi?fvl-'T ^ / -^^^^g&s acetylaminob 
utylf4Tir^/UT ^ / y^/^g^r, acetylaminopropyl 
li/tf^T ^ / /a tVwg^r, acetylaminoethylf4T 
tf/U7^ /^^/^g§r, benzoylaminohexyl^^V^ 

)VT ^ y^ : ¥v'yWg$: > benzoylaminopentyl{4 
>fyUT^ Z-^^^/l'g?:, benzoylaminobutyl^4-<>'y , 
40 4 )VT ^ y y^Sil:, benzoylaminopropyll4'<:^;/<< 
)\*T ^ y ^p t°/Pg$r N benzoylaminoethylf4^V>^-< 
/UT ^ y zc^/Ug^ ethoxypentylf4^ h ^rv'^^^/W' 
g$r. ethoxybutylf4^> h^v/y^/UgS:, ethoxypropy 
1J4^ h^v-^P fcVl^g^, ethoxyethyl(43i h^v-ni^ 
/^g^:, propoxypropyl^^P ^K^r i/^P tVl-gS:, pro 
poxyethy 1 f4 ^ p ?K ^/Ug 5: , benzy 1 f4-< V S^/U 
gSr, phenylethylf47^ — /P^fvUgSr, fluorobenzy 
1»4 7 /U ir p ^< V v^/Ug % d i f 1 uorobenzy 1 f4 C J y fV 
p^^i/ywg^r, chrolobenzylf4^ p P^y^SJ:, 
so dichrolobenzylf4v ? ^ p D^y^/VlJ:, methoxybenzy 
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lit/ h^i^Vvvl'SSr. dimethoxybenzylliv^ h 3r 
v/^y^/Ug^, trimethoxybenzylli h ]) / h^p-v'-<>' 
iffr&i* hydroxybenzyllifc Kd^^V^VS^, d 
ihydroxybenzylfiv^b KD^^^y^S?:, methylbe 
nzylJi^ ^l^Vv^gS;, aminobenzylfiT ^ 
v?/Ug£ v dimethylaminobenzylfi^^ ^ 

A-g £ * carbamoy Ibenzy 1 \t # /W< * -f /W< ^ vvl'g 
4\ dimethylcarbamoy Ibenzyl fiv^ ^vl^yW^-f 
^^vvUgSr, methylcarbamoylbenzylfi^ ^/l";*7 

4 1\"< s i//i>£i $r , cyanobenzy 1 \± >T i/A'g 
£\ phenoxybenzylH^ / */*<ls ^S?:, carboxy 
benzyl A"3ft is-^Z/ i?AsJ&& * methoxycarbonylben 
zylfi^ h^rv'^^/f-/l/ / <yv ; ^iJ: > acetylbenzyl 
fiTir^^^V^SSr, benzoylbenzylfi-^yV ;U 
^VvM'XS:* phenyl H 7 cn^Ug^, fluorophenylfi 
7x^ /Ug£\ difluorophenylliv^A'^u 7 
;Ul$r, chlorophenyKi^ p o ^oi=/P§r, dichlo 
rophenylli o n 7 31 = /l^S^r , methoxyphenylli^ 
3r b v-y^xwWjg^r, dimethoxyphenylll v>> h^v'? 
31^/USSr, trimethoxyphenylf^ H li y h^rt^ ai^/l" 
££ % hydroxyphenylfit Ko^^x^SS, dihyd 
roxyphenylfi t K ° 3r 37 31 &r s methyl phenyl 

tt^f/W^ 31=. /HESr, aminophenylteT ^ /^3i = /W 
dimethylaminophenyltiv 1 ^ ^A'T S / "7 3i=./W 
S£\ methylphenylf±^ f 3i=/U-S^T> cyanopheny 
lltv'7/7x^;VS$:, phenoxyphenylH^ 31 / =^>;7 
i= ^S£> carbanoylphenylfi^/U/^^t^ ;V7x^ 
g&r. methycarbamoyl phenyls / ^vu# /I"* 7 31 

= A-gSr^ dimethylcarbamoylphenylfii/y ^-/W^7/W< 
^/l/7x= /Ug > carboxypheny 1 f± # 3r V 7 =. 
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^/I'S^ methoxycarbonylphenylf ^risjj /i/7$~ 

)V 7 =c = yl^S 4: , acetyl phenyl f3T "fc A* 7 31 =/W$ 
Sr, benzoylphenylJi«0-y>f /l^^ Ji^yVSSr. (4-fluo 
rophenyl) ethyl 11 (4-7/^D7i-^) =^/Ug 
(4-chlorophenyl) ethyl li (4-^pp7x^/U) 
ai^vl^SSTv (4-methoxyphenyl) ethyl (± (4—^ h^v' 
^3i=/U) ^^^S4r, chloroli^^K^^r, fluoroli 
7^^^^§r, bromoli^^®^-^, nitrott=hng 
£ % methoxyf*^ b acetyHiTir^/^SSr > b 

10 enzoylfi-^;/:/^ A-g^r, cyanofiv'T 7 g£r „ carbamo 
y 1H^7 /W<^- /Ug £ x dimethy lcarbamoy 1 (2 > ^ A* 
i;;W^-f methyl carbamoyl fi> ^vu# A^*^ 

•'fA'g^ me th ox year bony Hi;* h i/fi A"/tf = A'S: > d 
imethylaminof± ^ f^T ^ /££\ methylaminoJi^ 
^jl>7* /g£, trifluoromethylfi h U 7;^n^f 
fluoromethylfl^A'Tha > hydroxy*! 
t KD^i/g (tKSSS) f luorobenzoylf±7/U^-o 

^^^-Y^S?:. methylbenzoylfi> *f-)\»^yV4 yl^S 
chloroacetylfl^ n a Tir^/U-S?:, ethoxycarbon 

20 yllixh^rv'^^^^^I?:, carboxyfi^/W/tf^i/g 
£\ chloromethoxyfiiJ 7 n ^ h^rv'S, ethylaminoti 

/SSr, propylaminofi^P tVPT ^ /g 
Sr, piperazinyHi b*^^ v^ — yl"3££\ pyrrol idinyl 
t°p y i^^/^S^, pyrrol idinylmethylaminoflt'p V 
:j>=.!\,}*f~!\,T ^ /&£Ts ethoxycarbonylfioi h^rv^ 
yU/K=.^SSra-r o Y 1 ^ J:t/Y 2 fc^^T0iJ^«2-chlo 

! [0 0 6 9 J ^1 

30^ [*1 ] 
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Partial English translation of Japanese patent publication 
A 11-193282 

[TITLE OF INVENTION] NOVEL HETEROCYCLIC COMPOUNDS 
5 [CLAIM] 

1. A heterocyclic compound of the general formula (1): 
[Chemical structure 1] 
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wherein -X- is -SO- or -S0 2 -, X 1 and X 2 are nitrogen 
10 atom, or X 1 is nitrogen atom and X 2 is CH, or X 1 is CH and 
X 2 is nitrogen atom, 

R 1 is amino group, alkylamino group, substituted alkylamino 
group, dialkylamino group or aliphatic heterocyclic ring, 
R 2 is alkyl group, substituted alkyl group, alkenyl group, 
15 substituted alkenyl group, alkynyl group, substituted 
alkynyl group, aryl group, substituted aryl group, aralkyl 
group, substituted aralkyl group, heterocyclic group or 
substituted heterocyclic group, 

R 3 is hydrogen atom, alkyl group, substituted alkyl group, 
20 alkanoyl group, substituted alkanoyl group, aroyl group, 
substituted aroyl group, alkoxycarbonyl group, substituted 



2 



alkoxycarbonyl group, benzyloxycarbonyl group or 
substituted benzyloxycarbonyl group, 

Y 1 is hydrogen atom, hydroxy group, alkyl group, 
substituted alkyl group, alkoxy group, substituted alkoxy 
5 group, alkanoyl group, substituted alkanoyl group, aroyl 
group, substituted aroyl group, carboxyl group, 
alkoxycarbonyl group, substituted alkoxycarbonyl group, 
amino group, alkylamino group, di (alkyl) amino group, 
carbamoyl group, alkylcarbamoyl group, di (alkyl) carbamoyl 

10 group, halogen atom, nitro group or cyano group, and 

Y 2 is hydrogen atom, hydroxy group, alkyl group, 
substituted alkyl group, alkoxy group, substituted alkoxy 
group, alkanoyl group, substituted alkanoyl group, aroyl 
group, substituted aroyl group, carboxyl group, 

15 alkoxycarbonyl group, substituted alkoxycarbonyl group, 
amino group, alkylamino group, di (alkyl ) amino group, 
carbamoyl group, alkylcarbamoyl group, di (alkyl) carbamoyl 
group, halogen atom, nitro group or cyano group; or 
a pharmaceutical^ acceptable salt thereof . 

20 2. A heterocyclic compound of the general formula (2) or 
its pharmaceutically acceptable salt. 
[Chemical structure 2 ] 
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wherein -X- is -SO- or -S0 2 -, R 2 is alkyl group, 
substituted alkyl group, alkenyl group, substituted alkenyl 
group, alkynyl group, substituted alkynyl group, aryl group, 
5 substituted aryl group, aralkyl group, substituted aralkyl 
group, heterocyclic group or substituted heterocyclic group, 
Y 1 is hydrogen atom, hydroxy group, alkyl group, 
substituted alkyl group, alkoxy group, substituted alkoxy 
group, alkanoyl group, substituted alkanoyl group, aroyl 

10 group, substituted aroyl group, carboxyl group, 
alkoxycarbonyl group, substituted alkoxycarbonyl group, 
amino group, alkylamino group, di (alkyl) amino group, 
carbamoyl group, alkylcarbamoyl group, di (alkyl ) carbamoyl 
group, halogen atom, nitro group or cyano group, and 

15 Y 2 is hydrogen atom, hydroxy group, alkyl group, 
substituted alkyl group, alkoxy group, substituted alkoxy 
group, alkanoyl group, substituted alkanoyl group, aroyl 
group, substituted aroyl group, carboxyl group, 
alkoxycarbonyl group, substituted alkoxycarbonyl group, 

20 amino group, alkylamino group, di (alkyl) amino group, 
carbamoyl group, alkylcarbamoyl group, di (alkyl) carbamoyl 



group, halogen atom, nitro group or cyano group. 

3. The heterocyclic compound or its pharmaceutically 
acceptable salt of claim 1 or 2 wherein, 

R 2 is alkyl group, substituted alkyl group, alkenyl group, 
substituted alkenyl group, alkynyl group, substituted 
alkynyl group, aryl group, substituted aryl group, aralkyl 
group, substituted aralkyl group, heterocyclic group or 
substituted heterocyclic group, 

Y 1 is hydrogen atom, alkoxy group, substituted alkoxy group, 
halogen atom or nitro group and 

Y 2 is hydrogen atom, alkoxy group, substituted . alkoxy group, 
halogen atom or nitro group. 

4. The heterocyclic compound or its pharmaceutically 
acceptable salt of claim 1, 2 or 3 wherein -X- is -SO-. 

5. A medical composition comprising the compound claimed 
in claim 1, 2, 3 or 4 as an active ingredient. 

6. An interferon inducer comprising the compound or its 
pharmaceutically acceptable salt claimed in claim 1, 2, 3 
or 4 as an active ingredient. 

7. An antiviral agent comprising the compound or its 
pharmaceutically acceptable salt claimed in claim 1, 2, 3 
or 4 as an active ingredient. 

8. An anticancer agent comprising the compound or its 
pharmaceutically acceptable salt claimed in claim 1, 2, 3 
or 4 as an active ingredient. 
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9. A therapeutic agent for immunologic diseases 
comprising the compound or its pharmaceutical^ acceptable 
salt claimed in claim 1, 2, 3 or 4 as an active ingredient. 
[DETAILED EXPLANATION OF INVENTION] 
5 [0001] 

[TECHNICAL FIELD] 

The present invention relates to novel heterocyclic 
compounds having inducing activity for biosynthesis of 
interferon. The heterocyclic compounds of the present 
10 invention induce biosynthesis of endogenous interferon in a 
living body, and are useful for medicines/ such as 
antiviral agents, anticancer agents and therapeutic agents 
for immunologic diseases. 
[0002] 

15 [BACKGROUND OF THE ART] 

It has been recently cleared that endogenous 
interferon plays not only central role to bio-defensive 
mechanism against virus infections and microbial infections, 
but also important role on antitumor and immune modulator. 

20 Mass production of interferon is established. Namely, it 
is possible to be available of natural interferon by cell 
culture and also to produce a large amount of recombinant 
interferon from E. coli transferred with a gene of 
interferon and therefore, many research achievements on 

25 these interferons have accumulated. For example, many 
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kinds of biological activity on interferon, such as 
antiviral activity, prevention of cell growth and immune 
modulation have been confirmed and interferon is practiced 
on clinics as treating agents for virus infected diseases, 
5 such as hepatitis C and hepatitis B, anticancer agents and 
therapeutic agents for immunologic disease. Furthermore, 
it is suggested that interferon will prevent carcinogenesis 
by hepatitis C and hepatitis B. 

Since there is no therapeutic method for almost of the 
10 above diseases, interferon is especially made much of. 
[0003] 

[PROBLEM TO BE DISSOLVED BY INVENTION] 

The object of the present invention is to provide 
novel low molecular compounds having inducing activity for 
15 biosynthesis of interferon, and interferon inducers, 
antiviral agents, anticancer agents and therapeutic agents 
for immunologic diseases comprising these compounds as 
active ingredients . 
[0004] 

20 [MEANS FOR SOLVING PROBLEM] 

Viruses of many kinds of animals, microbes such as 
mycobacteria and protozoa, extracts of them, mitogen, 
specific antigens and immunopotenciators are known as 
inducers for biosynthesis of interferon. It is known that 

25 for example, many kinds of natural double strand RNAs, 
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synthesized double strand RNAs such as poly-I:C, and 
anionic high molecular compounds such as polyacrylic acid 
and oxyamylose oxidized with chlorite have inductive 
activity of interferon. 
5 On the other hand, among low molecular compounds have 

been found fluorenones, pyrimidine derivatives, 
anthraquinones, acridines and so on having inductive 
activity of interferon (Stringf ollow, D. A. : Methods in 
Enzymology, 78, 262, 1981,). 

10 However, when these compounds are used in clinical 

trial, their inducing activity of interferon is 
unexpectedly low and these compounds have side effects or 
by administering them repeatedly, their inducing activity 
of interferon decreases and therefore, development on these 

15 compounds have not succeeded. Furthermore, imidazo- 

quinolines are known as interferon inducers among low 
molecular compounds. However, it is known that these 
compounds are inferior in selective interferon inducing 
activity and simultaneously induce cytokines such as IL-6 

20 (interleukin 6), TNF-a (tumor necrosis f actor-a) , etc 
(Testerman, T. L . , et al . : J. Leukocyte Biol., 58, 365, 
1995) . 

[0005] 

As the result of extensive investigation of interferon 
25 biosynthesis inducers among low molecules, the present 
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inventors have found that the heterocyclic compounds of the 
present invention have excellent interferon biosynthesis 
inducing activity, 
[0006] 

5 (a) The present invention relates to a heterocyclic 

compound of the general formula (1) : 
[Chemical structure 3] 

R 1 

r2 X T n >-° r3 

(1) Y 

wherein -X- is -SO- or -S0 2 -, X 1 and X 2 are nitrogen 
10 atom, or X 1 is nitrogen atom and X 2 is CH, or X 1 is CH and 
X 2 is nitrogen atom, 

R 1 is amino group, alkylamino group, substituted alkylamino 
group, dialkylamino group or aliphatic heterocyclic ring, 
R 2 is alkyl group, substituted alkyl group, alkenyl group, 
15 substituted alkenyl group, alkynyl group, substituted 
alkynyl group, aryl group, substituted aryl group, aralkyl 
group, substituted aralkyl group, heterocyclic group or 
substituted heterocyclic group, 

R 3 is hydrogen atom, alkyl group, substituted alkyl group, 
20 alkanoyl group, substituted alkanoyl group, aroyl group, 



substituted aroyl group, alkoxycarbonyl group, substituted 
alkoxycarbonyl group, benzyloxycarbonyl group or 
substituted benzyloxycarbonyl group, 

Y 1 is hydrogen atom, hydroxy group, alkyl group, 
5 substituted alkyl group, alkoxy group, substituted alkoxy 
group, alkanoyl group, substituted alkanoyl group, aroyl 
group, substituted aroyl group, carboxyl group, 
alkoxycarbonyl group, substituted alkoxycarbonyl group, 
amino group, alkylamino group, di (alkyl) amino group, 

10 carbamoyl group, alkylcarbamoyl group, di (alkyl) carbamoyl 
group, halogen atom, nitro group or cyano group, and 
Y 2 is hydrogen atom, hydroxy group, alkyl group, 
substituted alkyl group, alkoxy group, substituted alkoxy 
group, alkanoyl group, substituted alkanoyl group, aroyl 

15 group, substituted aroyl group, carboxyl group, 
alkoxycarbonyl group, substituted alkoxycarbonyl group, 
amino group, alkylamino group, di (alkyl ) amino group, 
carbamoyl group, alkylcarbamoyl group, di (alkyl) carbamoyl 
group, halogen atom, nitro group or cyano group; or 

20 a pharmaceutical^ acceptable salt thereof. 
[0007] 

More concretely, (b) the present invention relates to 
a heterocyclic compound of the formula (2) or its 
pharmaceutically acceptable salt. 
25 [Chemical structure 4] 
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wherein -X- is -SO- or -S0 2 -, R 2 is alkyl group, 
substituted alkyl group, alkenyl group, substituted alkenyl 
group, alkynyl group, substituted alkynyl group, aryl group, 
5 substituted aryl group, aralkyl group, substituted aralkyl 
group, heterocyclic group or substituted heterocyclic group, 
Y 1 is hydrogen atom, hydroxy group, alkyl group, 
substituted alkyl group, alkoxy group, substituted alkoxy 
group, alkanoyl group, substituted alkanoyl group, aroyl 

10 group, substituted aroyl group, carboxyl group, 
alkoxycarbonyl group, substituted alkoxycarbonyl group, 
amino group, alkylamino group, di' (alkyl) amino group, 
carbamoyl group, alkylcarbamoyl group, di (alkyl) carbamoyl 
group, halogen atom, nitro group or cyano group, and 

15 Y 2 is hydrogen atom, hydroxy group, alkyl group, 
substituted alkyl group, alkoxy group, substituted alkoxy 
group, alkanoyl group, substituted alkanoyl group, aroyl 
group, substituted aroyl group, carboxyl group, 
alkoxycarbonyl group, substituted alkoxycarbonyl group, 

20 amino group, alkylamino group, di (alkyl) amino group, 
carbamoyl group, alkylcarbamoyl group, di (alkyl) carbamoyl 
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group, halogen atom, nitro group or cyano group. 
[0008] 

Furthermore concretely, (c) the present invention 
relates to a heterocyclic compound described in the above 
5 (a) or (b) its pharmaceutical^ acceptable salt wherein R 2 
is alkyl group, substituted alkyl group, alkenyl group, 
substituted alkenyl group, alkynyl group, substituted 
alkynyl group, aryl group, substituted aryl group, aralkyl 
group, substituted aralkyl group, heterocyclic group or 
10 substituted heterocyclic group, 

Y 1 is hydrogen atom, alkoxy group, substituted alkoxy group, 
halogen atom or nitro group, and 

Y 2 is hydrogen atom, alkoxy group, substituted alkoxy group, 

halogen atom or nitro group. 
15 [0009] 

Furthermore concretely, (d) the present invention 

relates to a heterocyclic compound described in the above 

(a) or (b) or (c) or its pharmaceutically acceptable salt 

wherein -X- is -SO-. 
20 [0010] 

Further, (e) the present invention relates to a 

pharmaceutical composition comprising a heterocyclic 

compound described in the above (a), (b) , (c) or (d) as an 

active ingredient . 
25 Further, (f) the present invention relates to an 
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interferon inducer comprising a heterocyclic compound 
described in the above (a), (b) , (c) or (d) as an active 
ingredient - 
[0011] 

5 Concretely, (g) the present invention relates to an 

antiviral agent comprising a heterocyclic compound 
described in the above (a), (b) , (c) or (d) as an active 
ingredient . 

(h) The present invention relates to an anticancer 
10 agent comprising a heterocyclic compound described in the 

above (a), (b) , (c) or (d) as an active ingredient. 

(i) The present invention relates to a therapeutic 
agent for immunologic diseases comprising a heterocyclic 
compound described in the above (a) , (b) , (c) or (d) as an 

15 active ingredient. 
[0012] 

(j) As a preferable group of the present invention, 
there is illustrated a heterocyclic compound or its 
pharmaceutical^ acceptable salt described in (a) or (d) 
20 wherein R 3 is hydrogen atom. 

(k) As a preferable group of the present invention, 
there is illustrated a heterocyclic compound or its 
pharmaceutical^ acceptable salt described in (a) or (d) 
wherein R 3 is hydrogen atom, X 1 is nitrogen atom and X 2 is 
25 nitrogen atom. 
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(1) As a preferable group of the present invention, 
there is illustrated a heterocyclic compound or its 
pharmaceutically acceptable salt described in (a) or (d) 
wherein R 3 is hydrogen atom, X 1 is nitrogen atom and X 2 is 
5 CH. 

(m) As a preferable group of the present invention, 
there is illustrated a heterocyclic compound or its 
pharmaceutically acceptable salt described in (a) or (d) 
wherein R 3 is hydrogen atom, X 1 is CH and X 2 is nitrogen 
10 atom. 

[0013] 

(n) As a preferable group of the present invention, 
there is illustrated a heterocyclic compound or its 
pharmaceutically acceptable salt described in (a) or (d) 
15 wherein R 1 is amino group, and R 3 is hydrogen atom* 

(o) As a preferable group of the present invention, 
there is illustrated a heterocyclic compound or its 
pharmaceutically acceptable salt described in (a) or (d) 
wherein R 1 is amino group, R 3 is hydrogen atom, X 1 is 
20 nitrogen atom and X 2 is nitrogen atom. 

(p) As a preferable group of the present invention, 
there is illustrated a heterocyclic compound or its 
pharmaceutically acceptable salt described in (a) or (d) 
wherein R 1 is amino group, R 3 is hydrogen atom, X 1 is 
25 nitrogen atom and X 2 is CH. 
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(q) As a preferable group of the present invention, 
there is illustrated a heterocyclic compound or its 
pharmaceutically acceptable salt described in (a) or (d) 
wherein R 1 is amino group, R 3 is hydrogen atom, X 1 is CH and 
5 X 2 is nitrogen atom. 

[0014] 

(r) As a preferable group of the present invention, 
there is illustrated a heterocyclic compound or its 
pharmaceutically acceptable salt described in (a) or (d) 
10 wherein R 2 is alkyl group, substituted alkyl group, aralkyl 
group or substituted aralkyl group, 

(s) As a preferable group of the present invention, 
there is illustrated a heterocyclic compound or its 
pharmaceutically acceptable salt described in (a) or (d) 
15 wherein R 2 is alkyl group, substituted alkyl group, aralkyl 
group or substituted aralkyl group, and R 3 is hydrogen atom. 

(t) As a preferable group of the present invention, 
there is illustrated a heterocyclic compound or its 
pharmaceutically acceptable salt described in (a) or (d) 
20 wherein R 2 is alkyl group, substituted alkyl group, aralkyl 
group or substituted aralkyl group, R 3 is hydrogen atom, X 1 
is nitrogen atom, and X 2 is nitrogen atom. 

(u) As a preferable group of the present invention, 
there is illustrated a heterocyclic compound or its 
25 pharmaceutically acceptable salt described in (a) or (d) 
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wherein R 2 is alkyl group, substituted alkyl group, aralkyl 
group or substituted aralkyl group, R 3 is hydrogen atom, X 1 
is nitrogen atom, and X 2 is CH. 

(v) As a preferable group of the present invention, 
5 there is illustrated a heterocyclic compound or its 
pharmaceutically acceptable salt described in (a) or (d) 
wherein R 2 is alkyl group, substituted alkyl group, aralkyl 
group or substituted aralkyl group, R 3 is hydrogen atom, X 1 
is CH, and X 2 is nitrogen atom. 

10 [0015] 

(w) As a preferable group of the present invention, 
there is illustrated a heterocyclic compound or its 
pharmaceutically acceptable salt described in (a) or (d) 
wherein R 1 is amino group, R 2 is alkyl group, substituted 

15 alkyl group, aralkyl group or substituted aralkyl group, 
and R 3 is hydrogen atom. 

(x) As a preferable group of the present invention, 
there is illustrated a heterocyclic compound or its 
pharmaceutically acceptable salt described in (a) or (d) 

20 wherein R 1 is amino group, R 2 is alkyl group, substituted 
alkyl group, aralkyl group or substituted aralkyl group, R 3 
is hydrogen atom, X 1 is nitrogen atom, and X 2 is nitrogen 
atom. 

(y) As a preferable group of the present invention, 
25 there is illustrated a heterocyclic compound or its 
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pharmaceutically acceptable salt described in (a) or (d) 
wherein R 1 is amino group, R 2 is alkyl group, substituted 
alkyl group, aralkyl group or substituted aralkyl group, R 3 
is hydrogen atom, X 1 is nitrogen atom and X 2 is CH. 
5 Furthermore, (z) as a preferable group of the present 

invention, there is illustrated a heterocyclic compound or 
its pharmaceutically acceptable salt described in (a) or 
(d) wherein R 1 is amino group, R 2 is alkyl group, 
substituted alkyl group, aralkyl group or substituted 
10 aralkyl group, R 3 is hydrogen atom, X 1 is CH and X 2 is 
nitrogen atom. 
[0016] 

Furthermore, the present inventors have found that the 
heterocyclic compound of the present invention suppresses 

15 or controls the production of type 2 helper T cells 
(abbreviated as Th2) such as IL-4 (interleukin 4), IL-5 
(interleukin 5), IL-10 (interleukin 10), IL-13 (interleukin 
13) . Th2 is thought much as suppressive cells of allergic 
reaction because Th2 produce various cytokines which 

20 participate in allergic reaction. For example, IL-4 does 
not only induce the production of IgE antibodies to B cells, 
but also induce the expression of VGAM-1 gene which is an 
important molecule which works when eosinophils adhere to 
vascular endothelial cells and infiltrate into the tissue, 

25 Recently attention has been paid to IL-4 as a 
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differentiation-proliferation inducing factor for Th2 
itself. Furthermore IL-5 induces differentiation, 

migration and activation of eosinophils and becomes an 
inducing factor of allergic inflammatory reaction. 
5 Therefore, Th2 are central cells which control both 
allergic reactions of early phase reaction by IgE 
antibodies or mast cells and late phase reaction by 
eosinophils. Namely, allergic disease is said to be a 
state that the function of Th2 abnormally enhanced. Indeed, 

10 promotion of the production of Th2 type cytokines such as 
IL-4, IL-5, etc. and presence of Th2 in the lesion of 
allergic disease, such as airway or skin were confirmed and 
attention is paid to that it is important to suppress or 
control the Th2 activation in order to control allergic 

15 disease (RINSYO-I (Clinical Doctor), 15, 401, 1988). 

Autoimmune disease in the state that production of an 
antibody or humoral immunity is abnormally enhanced such as 
systemic lupus erythematosus are also considered to be in 
the state that the function of Th2 are abnormally enhanced 

20 (Medical Immunology 15, 401, 1988) . Therefore, to return 
or close to normal state by suppressing or controlling the 
state that Th2 is abnormally enhanced make possible treat 
or prevent for allergic disease e.g., asthma (atopic asthma, 
nonatopic asthma), allergic dermatitis, allergic rhinitis, 

25 atopic dermatitis, etc.), systemic lupus erythematosus, 



AIDS. 

[0017] 

Further (a a) the present invention relates to a 
suppressing or controlling agent for abnormal enhancement 
5 of Th2 comprising a heterocyclic compound or its 
pharmaceutically acceptable salt described in (a), (b) or 
(d) as an active ingredient. 
[0018] 

Furthermore concretely, (a b) the present invention 
10 relates to a suppressing or controlling agent for 
production of interleukin 4 and/or. interleukin 5 comprising 
a heterocyclic compound or its pharmaceutically acceptable 
salt described in (a), (b) or (d) as an active ingredient. 
[0019] 

15 Further (a c) the present invention relates to a 

therapeutic or prophylactic agent for allergic disease, 
systemic lupus erythematosus, AIDS caused by abnormal 
enhancement of Th2 comprising a heterocyclic compound or 
its pharmaceutically acceptable salt described in (a) , (b) 

20 or (d) as an active ingredient. 
[0020] 

Further (a d) the present invention relates to a 
therapeutic or prophylactic agent for allergic disease such 
as asthma allergic dermatitis, allergic rhinitis, atopic 
2 5 dermatitis caused by abnormal enhancement of Th2 comprising 
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a heterocyclic compound or its pharmaceutical^ acceptable 
salt described in (a), (b) or (d) as an active ingredient. 
[0021] 

[MODE FOR PRACTICING INVENTION] 
5 The compounds of the general formula (1) include the 

compounds represented by the formulae (3), (4), (5), (6) 
and ( 7 ) . 

[Chemical structure 5] 




10 [Chemical structure 6] 




[Chemical structure 7] 
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wherein R 1 is amino group, alkylamino group, 
substituted alkylamino group, di (alkyl) amino group or 
aliphatic heterocyclic group, 

R 2 is alkyl group, substituted alkyl group, alkenyl group, 
substituted alkenyl group, alkynyl group, substituted 
alkynyl group, aryl group, substituted aryl group, aralkyl 
group, substituted aralkyl group, heterocyclic group or 
substituted heterocyclic group, 

R 3 is hydrogen atom, alkyl group, substituted alkyl group, 
alkanoyl group, substituted alkanoyl group, aroyl group, 
substituted aroyl group, alkoxycarbonyl group, substituted 
alkoxycarbonyl group, benzyloxycarbonyl group or 
substituted benzyloxycarbonyl, 

Y 1 is hydrogen atom, hydroxy group, alkyl group, 
15 substituted alkyl group, alkoxy group, substituted alkoxy 
group, alkanoyl group, substituted alkanoyl group, aroyl 
group, substituted aroyl group, carboxyl group, 
alkoxycarbonyl group, substituted alkoxycarbonyl group, 
amino group, alkylamino group, di (alkyl ) amino group, 
20 carbamoyl group, alkylcarbamoyl group, di (alkyl) carbamoyl 
group, halogen atom, nitro group or cyano group, and 
Y 2 is hydrogen atom, hydroxy group, alkyl group, 
substituted alkyl group, alkoxy group, substituted alkoxy 
group, alkanoyl group, substituted alkanoyl group, aroyl 
25 group, substituted aroyl group, carboxyl group, 
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alkoxycarbonyl group, substituted alkoxycarbonyl group, 
amino group, alkylamino group, di (alkyl) amino group, 
carbamoyl group, alkylcarbamoyl group, di (alkyl) carbamoyl 
group, halogen atom, nitro group or cyano group . 
5 [0022] 

In the above formulae, the compounds wherein R 3 is 
hydrogen atom, form an equilibrium mixture with a tautomer 
represented by the following formulae (9), (10), (11), (12), 
(13) and (14), respectively. 
10 [Chemical structure 8] 




[Chemical structure 10] 
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substituted alkylamino group, di (alkyl) amino group or 
aliphatic heterocyclic group, 
5 R 2 is alkyl group, substituted alkyl group, alkenyl group, 
substituted alkenyl group, alkynyl group, substituted 
alkynyl group, aryl group, substituted aryl group, aralkyl 
group, substituted aralkyl group, heterocyclic group or 
substituted heterocyclic group, 

10 Y 1 is hydrogen atom, hydroxy group, alkyl group, 
substituted alkyl group, alkoxy group, substituted alkoxy 
group, alkanoyl group, substituted alkanoyl group, aroyl 
group, substituted aroyl group, carboxyl group, 
alkoxycarbonyl group, substituted alkoxycarbonyl group, 

15 amino group, alkylamino group, di (alkyl) amino group, 
carbamoyl group, alkylcarbamoyl group, di (alkyl ) carbamoyl 
group, halogen atom, nitro group or cyano group, and 
Y 2 is hydrogen atom, hydroxy group, alkyl group, 
substituted alkyl group, alkoxy group, substituted alkoxy 

20 group, alkanoyl group, substituted alkanoyl group, aroyl 
group, substituted aroyl group, carboxyl group, 
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alkoxycarbonyl group, substituted alkoxycarbonyl group, 
amino group, alkylamino group, di (alkyl) amino group, 
carbamoyl group, alkylcarbamoyl group, di (alkyl) carbamoyl 
group, halogen atom, nitro group or cyano group, 
5 [0023] 

Groups R 1 , R 2 , R 3 , Y 1 and Y 2 in the formula (1) of the 
present invention are explained below. 
[0024] 

In R 1 alkylamino group includes amino group 
10 substituted by straight or branched Ci- 6 alkyl group (e.g. 
methyl, ethyl, propyl, butyl, pentyl or hexyl), C3-7 
cycloalkyl group (e.g. cyclopropyl, cyclopentyl, cyclohexyl 
or cycloheptyl) , and C4-10 cycloalkylalkyl group (e.g. 
cyclopropylmethyl, cyclopentylmethyl, cyclohexylmethyl or 
15 cycloheptylethyl) , such as methylamino, ethylamino, 
propylamine butylamino, pentylamino, hexylamino, 

cyclopropylamino, cyclopentyl amino, cyclohexylamino, 

cycloheptylamino, cyclopropylmethyl amino, cyclopentyl - 
methylamino, cyclohexylmethylamino or 2- 

20 cyclohexylethylamino . 
[0025] 

In R 1 substituted alkylamino group includes amino 
groups substituted such as by substituted-straight or 
branched Ci-e alkyl group (e.g. methyl, ethyl, propyl, butyl, 
25 pentyl or hexyl), substituted- C3-7 cycloalkyl group (e.g. 
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cyclopropyl, cyclopentyl, cyclohexyl or cycloheptyl) , or 
substituted- C4-10 cycloalkylalkyl group (e.g. 

cyclopropylmethyl , cyclopentylmethyl , cyclohexylme thyl or 
cycloheptylethyl) . Said subsituents include aliphatic 
5 heterocyclic ring (e.g., aliphatic heterocyclic group 
containing 1 to 2 nitrogen atoms and 0 to 1 oxygen atom) , 
such as pyrrolidinyl, piperidinyl, piperazinyl, 
tetrahydroazepinyl or morpholinyl. 
[0026] 

10 In R 1 dialkylamino group includes amino group 

substituted by the same or different straight or branched 
Ci-6 alkyl group (e.g. methyl, ethyl, propyl, butyl, pentyl 
or hexyl) . Their examples are dimethylamino, diethylamino, 
ethylmethylamino or dipropylamino . 

15 [0027] 

In R 1 aliphatic heterocyclic group includes aliphatic 
heterocyclic ring containing at least one nitrogen atom and 
the nitrogen atom and binding directly to the mother 
heterocyclic ring, such as one containing 1 to 2 nitrogen 

20 atoms and 0 to 1 oxygen atom, such as 1-pyrrolidinyl, 1- 
piperidinyl, 1-piperazinyl, tetrahydroazepin-l-yl or 4- 
morpholinyl . 
[0028] 

In R 2 alkyl group includes straight or branched Ci_i 0 
25 alkyl group (e.g. methyl, ethyl, propyl, 1-methylethyl, 
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butyl, 1-methylpropyl, 2-methylpropyl, 1, 1-dimethylethyl, 
pentyl, 1-methylbutyl, 2-methylbutyl, 3-methylbutyl, 1, 1- 
dimethylpropyl, 1 , 2-dimethylpropyl, 2, 2-diraethylpropyl) or 
C3-7 cycloalkyl group (e.g. cyclopropyl, cyclopentyl, 
5 cyclohexyl or cycloheptyl) or C4-10 cycloalkylalkyl group 
(e.g. cyclopropylmethyl , cyclopent ylmethyl , 

cyclohexylmethyl or cyclohexylethyl) . Preferable ones are 
straight or branched Ci- 6 alkyl group (e.g. methyl, ethyl, 
propyl, 1-methylethyl, butyl, 1-methylpropyl, 2- 

10 methylpropyl, 1, 1-dimethylethyl, pentyl, 1-methylbutyl, 2- 
methylbutyl, 3-methylbutyl, 1, 1-dimethylpropyl, 1, 2- 
dimethylpropyl, 2 , 2-dimethylpropyl ) , C5-7 cycloalkyl group 
(e.g. cyclopentyl or cyclohexyl) and C 5 -b cycloalkylalkyl 
group (e.g. cyclohexylmethyl) . 

15 [0029] 

In R 2 substituted alkyl group means straight or 
branched C1-10 alkyl group (e.g. methyl, ethyl, propyl, 1- 
methylethyl, butyl, 1-methylpropyl, 2-methylpropyl, 1,1- 
dimethylethyl, pentyl, 1-methylbutyl, 2-methylbutyl, 3- 

20 methylbutyl, 1 , 1-dimethylpropyl , 1, 2-dimethylpropyl, 2,2- 
dimethylpropyl) , C 3 - 7 cycloalkyl group (e.g. cyclopentyl, 
cyclohexyl or cycloheptyl) , -or C4-10 cycloalkylalkyl group 
(e.g. cyclopropylmethyl , cyclopenty lmethyl , 

cyclohexylmethyl or cyclohexylethyl) substituted by the 

25 same or different and one or more substituents, 
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respectively. 

Said substituents include hydroxy group, Ci- 6 alkoxy 
group such as methoxy, ethoxy, or propoxy, Ci-6 alkanoyl 
group such as formyl, acetyl, propanoyl, butanoyl, 
5 pentanoyl or hexanoyl, C7-11 aroyl group such as benzoyl, p- 
toluoyl or naphthoyl, carboxyl group, C 2 -7 alkoxycarbonyl 
group such as methoxycarbonyl or ethoxycarbonyl , amino 
group, alkylamino group such as amino substituted by Ci_ 6 
alkyl (e.g. methyl amino, ethylamino, propylamino, 

10 butylamino) , dialkylamino such as amino substituted by the 
same or different two Ci- 6 alkyls (e.g. dimethylamino group, 
diethylamino, ethylmethylamino) , carbamoyl group, 

alkylcarbamoyl group such as Ci- 6 alkylcarbamoyl group (e.g. 
methylcarbamoyl, ethylcarbamoyl, propylcarbamoyl or 

15 butylcarbamoyl ) , dialkylcarbamoyl group such as the same or 
different Ci- 6 alkyls-substituted carbamoyl (e.g. 
dimethylcarbamoyl , diethylcarbamoyl or 

ethylmethylcarbamoyl) , Ci- 6 alkanoylamino group such as 
formylamino, acetyl amino, propanoylamino, butanoylamino, 

20 pentanoylamino or hexanoylamino, C7-11 aroylamino group such 
as benzoylamino, p-toluoylamino or naphthoylamino, halogen 
atom such as fluorine atom, chlorine atom or bromine atom, 
and aliphatic heterocyclic group such as one containing 1 
to 2 nitrogen atoms and 0 to 1 oxygen atom (e.g. 

25 pyrrolidinyl, piperidyl, piperazinyl or morpholinyl) . 



27 



[0030] 

In R 2 alkenyl group means straight or branched C 2 -io 
alkenyl group such as 2-propenyl, 2-butenyl, 2-methyl-2- 
propenyl, 2-pentenyl, 3-methyl-2-butenyl or 3-methyl-2- 
5 hexenyl, Cs-e cycloalkenyl group such as cyclo-2-hexenyl, or 
Ce-io cycloalkenylalkyl group such as cyclo-l-hexenylmethyl . 
[0031] 

In R 2 substituted alkenyl group means straight or 
branched C2-10 alkenyl group (e.g. 2-propenyl, 2-butenyl, 2- 
10 methyl-2-propenyl, 2-pentenyl, 3-methyl-2-butenyl or 3- 
methyl-2-hexenyl) , Cs-e cycloalkenyl group (e.g. cyclo-2- 
hexenyl), or C 6 -io cycloalkenylalkyl group (e.g. cyclo-l- 
hexenylmethyl), substituted by one or more substituents, 
respectively. 

15 Examples of said substituents are hydroxy group, Ci- 6 

alkoxy group such as methoxy, ethoxy or propoxy, Ci_ 6 
alkanoyl group such as formyl, acetyl, propanoyl, butanoyl, 
pentanoyl or hexanoyl, C7-11 aroyl group such as benzoyl, p- 
toluoyl or naphthoyl, carboxyl group, C2-7 alkoxycarbonyl 

20 group, such as methoxycarbonyl or ethoxycarbonyl) , amino 
group, alkylamino group such as amino substituted by Ci- 6 
alkyl (e.g. methylamino, ethylamino, propylamine 
butylamino) , dialkylamino group such as amino substituted 
by the same or different two Ci- 6 alkyls (e.g. dimethylamino, 

25 diethylamino, ethylmethylamino) , halogen atom, such as 
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fluorine atom, chlorine atom or bromine atom, or aliphatic 
heterocyclic group such as one containing 1 to 2 nitrogen 
atoms and 0 to 1 oxygen atom (e.g. pyrrolidinyl, piper idyl , 
piperazinyl or morpholinyl) . 
5 [0032] 

In R 2 alkynyl group means the straight or branched C 2 - 
io alkenyl group such as 2-propynyl, 2-butynyl, 2-pentynyl, 
4-methyl-2-pentynyl, 4-methyl-2-hexynyl or 4 -me thy 1-2- 
heptynyl . 

10 [0033] 

In R 2 substituted alkynyl group means straight or 
branched C 2 -io alkynyl group (e.g. 2-propynyl, 2-butynyl, 2- 
pentynyl, 4-methyl-2-pentynyl, 4-methyl-2-hexynyl or 4- 
methyl-2-heptynyl) substituted by the same or different one 

15 or more substituents, respectively. 

Examples of said substituents are hydroxy group, Ci- 6 
alkoxy group such as methoxy, ethoxy, or propoxy, Ci_ 6 
alkanoyl group such as formyl, acetyl, propanoyl, butanoyl, 
pentanoyl or hexanoyl, C 7 -n aroyl group such as benzoyl, p- 

20 toluoyl or naphthoyl, carboxyl group, C 2 -i alkoxycarbonyl 
group, such as methoxycarbonyl or ethoxycarbonyl , amino 
group, alkylamino group such as amino substituted by Ci- 6 
alkyl (e.g. methylamino, ethylamino, propylamino, 
butylamino) , dialkylamino group such as amino substituted 

25 by the same or different two C1-6 alkyls (e.g. dimethylamino, 



29 



diethylamino, ehylmethylamino) , halogen atom such as 
fluorine atom, chlorine atom or bromine atom, or aliphatic 
heterocyclic group such as one containing 1 to 2 nitrogen 
atoms and 0 to 1 oxygen atom (e.g. pyrrolidinyl, piperidyl, 
piperazinyl, or morpholinyl) . 
[0034] 

In R 2 aryl group means C 6 -io monocyclic or fused aryl 
group, such as phenyl or naphthyl . 
[0035] 

In R 2 substituted aryl group means C 6 -io monocyclic or 
fused aryl group (e.g. phenyl or naphthyl) substituted by 
the same or different one or more substituents . 

Examples of said substituents are hydroxy group, Ci- 6 
alkoxy group such as methoxy, ethoxy, propoxy, Ci- 6 alkanoyl 
group such as formyl, acetyl, propanoyl, butanoyl, 
pentanoyl or hexanoyl, C-j-n aroyl group such as benzoyl, p- 
toluoyl or naphthoyl, carboxyl group, C2-11 alkoxycarbonyl 
group, such as methoxycarbonyl or ethoxycarbonyl, amino 
group, alkylamino group such as amino substituted by Ci- 6 
alkyl (e.g. methylamino, ethylamino, propylamino, 
butylamino) , dialkylamino group such as amino substituted 
by the same or different two Ci- 6 alkyls (e.g. dimethylamino, 
diethylamino, ehylmethylamino) , carbamoyl group, 

alkylcarbamoyl group such as Ci- 6 alkylcarbamoyl (e.g. 
methylcarbamoyl, ethylcarbamoyl, propylcarbamoyl or 
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butylcarbamoyl) , dialkylcarbamoyl group such as same or 
different Ci- 6 alkyls-substituted carbamoyl (e.g. 
dimethylcarbamoyl , diethylcarbamoyl or 

ethylmethylcarbamoyl) , halogen atom, such as fluorine atom, 
5 chlorine atom or bromine atom, nitro group, or cyano group. 
[0036] 

In R 2 aralkyl group means Ci- 6 alkyl group substituted 
by C 6 -io monocyclic or fused aryl, such as benzyl or 
phenethyl . 

10 [0037] 

In R 2 substituted aralkyl group means Ci- 6 alkyl group 
substituted by C 6 -io monocyclic or fused aryl substituted by 
the same or different one or more substituents . 

Examples of said substituents are hydroxy group, Ci- 6 

15 alkoxy group such as methoxy, ethoxy, propoxy, Ci- 6 alkanoyl 
such as formyl, acetyl, propanoyl, butanoyl, pentanoyl or 
hexanoyl, C7~.11 aroyl group such as benzoyl, p-toluoyl or 
naphthoyl, carboxyl group, C 2 -n alkoxycarbonyl group, such 
as methoxycarbonyl or ethoxycarbonyl, amino group, 

20 alkylamino group such as amino substituted by Ci_ 6 alkyl 
(e.g. methylamino, ethylamino, propylamino, butylamino) , 
dialkylamino such as amino substituted by the same or 
different two Ci- 6 alkyls (e.g. dimethylamino, diethylamino, 
ethylmethylamino) , carbamoyl group, alkylcarbamoyl such as 

25 Ci-6 alkylcarbamoyl group (e.g. methylcarbamoyl, 
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ethylcarbamoyl, propylcarbamoyl or butylcarbamoyl) , 
dialkylcarbamoyl group such as same or different Ci- 6 
alkyls-substituted carbamoyl (e.g. dime thy lcarbaraoyl, 
diethylcarbamoyl or ethylmethylcarbamoyl ) , halogen atom, 
5 such as fluorine atom, chlorine atom or bromine atom, nitro 
group, or cyano group. 
[0038] 

In R 2 heterocyclic group means monocyclic saturated 
heterocyclic group, or unsaturated monocyclic or fused 

10 heterocyclic group containing at least one heteroatom, that 
is, 0-3 nitrogen atoms, 0-1 oxygen atom and 0-1 sulfur atom. 

Said saturated monocyclic heterocyclic group includes 
5 or 6 membered saturated heterocyclic group, such as 
tetrahydrofuranyl, pyrrolidinyl, morpholinyl, piperidyl, 

15 piperazinyl or pyrazolidinyl . Said unsaturated monocyclic 
heterocyclic group means 5 or 6 membered unsaturated 
heterocyclic group, such as furyl, pyrrolyl, pyrazolyl, 
imidazolyl, thiazolyl, thienyl, pyridyl or pyrimidinyl. 
Said unsaturated fused heterocyclic group means unsaturated 

20 bicyclic heterocyclic group, such as indolyl, isoindolyl, 
quinolyl, benzothizolyl, chromanyl or benzof uranyl . 
[0039] 

In R 2 substituted heterocyclic group . means one 
substituted by the same or different and one or more 
25 substituents . Said heterocyclic group is monocyclic 
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saturated heterocyclic group, unsaturated monocyclic or 
fused heterocyclic group containing at least one heteroatom, 
that is, 0-3 nitrogen atoms, 0-1 oxygen atom and 0-1 sulfur 
atom. 

5 Said saturated monocyclic heterocyclic group includes 

5 or 6 membered saturated heterocyclic group, such as 
tetrahydrofuranyl, pyrrol idinyl, morpholinyl, piper idyl, 
piperazinyl or pyrazolidinyl . Said unsaturated monocyclic 
heterocyclic group means 5 or 6 membered unsaturated 

10 heterocyclic group, such as furyl, pyrrolyl, pyrazolyl, 
imidazolyl, thiazolyl, thienyl, pyridyl or pyrimidinyl . 
Said unsaturated fused heterocyclic group means unsaturated 
bicyclic heterocyclic group, such as indolyl, isoindolyl, 
quinolyl, benzothizolyl, chromanyl or benzof uranyl . 

15 Said substituents include hydroxy group, Ci- 6 alkoxy 

group such as methoxy, ethoxy or propoxy, Ci- 6 alkanoyl 
group such as formyl, acetyl, propanoyl, butanoyl, 
pentanoyl or hexanoyl, C 7 -n aroyl group such as benzoyl, p- 
toluoyl or naphthoyl, carboxyl group, C 2 -n alkoxycarbonyl 

20 group, such as methoxycarbonyl, ethoxycarbonyl or 
benzyloxycarbonyl, amino group, alkylamino group such as 
amino substituted by Ci- 6 alkyl (e.g. methylamino, 
ethylamino, propylamino, butylamino) , dialkylamino group 
such as amino substituted by same or different two Ci- 6 

25 alkyls (e.g. dimethylamino, diethylamino, ethylmethylamino) , 
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halogen atom such as fluorine atom, chlorine atom or 
bromine atom, nitro group and cyano group. 
[0040] 

In R 3 alkyl group includes straight or branched Ci- 6 
5 alkyl group (e.g. methyl, ethyl, propyl, 1-methylethyl, 
butyl, 1-methylpropyl, 2-methylpropyl , 1, 1-dimethylethyl, 
pentyl, 1-methylbutyl, 2-methylbutyl, 3-methylbutyl, 1,1- 
dimethylpropyl, 1 , 2-dimethylpropyl,. 2, 2-dimethylpropyl) . 
[0041] 

10 In R 3 substituted alkyl group means the straight or 

branched Ci- 6 alkyl group (e.g. methyl, ethyl, propyl, 1- 
methylethyl, butyl, 1-methylpropyl, 2-methylpropyl, 1,1- 
dimethylethyl, pentyl, 1-methylbutyl, 2-methylbutyl, 3- 
methylbutyl, 1, 1-dimethylpropyl, 1, 2-dimethylpropyl, 2, 2- 

15 dimethylpropyl) substituted by the same or different and 
one or more substituents . 

Said substituents include hydroxy group, Ci- 6 alkoxy 
group, such as methoxy, ethoxy or propoxy, Ci- 6 alkanoyl 
such as formyl, acetyl, propanoyl, butanoyl, pentanoyl or 

20 hexanoyl, C7-11 aroyl group such as benzoyl, p-toluoyl or 
naphthoyl, Ci-e alkanoyloxy group such as formyloxy, 
acetyloxy, propanoyloxy, butanoyloxy, pentanoyloxy or 
hexanoyloxy, C7-11 aroyl group such as benzoyl, p-toluoyl or 
naphthoyl, carboxyl, C 2 -? alkoxycarbonyl group, such as 

25 methoxycarbonyl or ethoxycarbonyl , amino group, alkylamino 
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group such as amino substituted by Ci- 6 alkyl (e.g. 
methylamino, ethylamino, propylamino, butylamino) , 
dialkylamino group such as amino substituted by same or 
different two Ci- 6 alkyls (e.g. dimethyl amino , diethylamino, 
5 ethylmethyl amino) , and halogen atom such as fluorine atom, 
chlorine atom or bromine atom. 
[0042] 

In R 3 alkanoyl group means Ci- 6 alkanoyl group, such as 
formyl, acetyl, propanoyl, butanoyl, pentanoyl or hexanoyl . 

10 [0043] 

In R 3 substituted alkanoyl group means Ci-6 alkanoyl 
group (such as formyl, acetyl, propanoyl, butanoyl, 
pentanoyl or hexanoyl) substituted by the same or different 
and one or more substituents . 

15 Said substituents include hydroxy group, Ci- 6 alkoxy 

group, such as methoxy, ethoxy or propoxy) , Ci- 6 alkanoyl 
such as formyl, acetyl, propanoyl, butanoyl, pentanoyl or 
hexanoyl, C7-11 aroyl group such as benzoyl, p-toluoyl or 
naphthoyl, carboxyl group, C2-7 alkoxycarbonyl group, such 

20 as methoxycarbonyl or ethoxycarbonyl, amino group, 
alkylamino group such as amino substituted by Ci_ 6 alkyl 
(e.g. methylamino, ethylamino, propylamine butylamino), 
dialkylamino group such as amino substituted^ by same or 
different two Ci- 6 alkyls (e.g. dimethylamino, diethylamino, 

25 ethylmethylamino) , and halogen atom such as fluorine atom, 
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chlorine atom or bromine atom. 
[0044] 

In R 3 aroyl group means C7-11 aroyl group, such as 
benzoyl or naphthoyl . 
5 [0045] 

In R 3 substituted aroyl group means C7-11 aroyl group 
(such as benzoyl or naphthoyl) substituted by the same or 
different and one or more substituents . 

Said substituents include hydroxy group, Ci- 6 alkoxy 
10 group, such as methoxy, ethoxy or propoxy, Cis alkanoyl 
group such as formyl, acetyl, propanoyl, butanoyl, 
pentanoyl or hexanoyl, C7-11 aroyl group such as benzoyl, p- 
toluoyl or naphthoyl, carboxyl group, C2-7 alkoxycarbonyl 
group, such as methoxycarbonyl or ethoxycarbonyl , amino 
15 group, alkylamino group such as amino substituted by Ci- 6 
alkyl (e.g. methylamino, ethylamino, propylamino, 
butylamino) , dialkylamino group such as amino substituted 
by the same or different two Ci-e alkyls (e.g. dimethylamino, 
diethylamino, ethylmethylamino) , and halogen atom such as 
20 fluorine atom, chlorine atom or bromine atom. 
[0046] 

In R 3 alkoxycarbonyl group means C2-7 alkoxycarbonyl 
group, such as methoxycarbonyl, ethoxycarbonyl or 
propoxycarbonyl . 
25 [0047] 
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In R 3 substituted alkoxycarbonyl group means C2-11 
alkoxycarbonyl group (such as methoxycarbonyl, 
ethoxycarbonyl or propoxycarbonyl) substituted by the same 
or different and one or more substituents. 
5 Said substituents include hydroxy group, Ci-e alkoxy 

group, such as methoxy, ethoxy or propoxy, carboxyl group, 
C2-7 alkoxycarbonyl group, such as methoxycarbonyl, ethoxy- 
carbonyl or propoxycarbonyl, and halogen atom such as 
fluorine atom, chlorine atom or bromine atom. 
10 [0048] 

In R 3 substituted benzyloxycarbonyl group means 
benzyloxycarbonyl group substituted by the same or 
different and one or more substituents. 

Said substituents include hydroxy group, Ci- 6 alkoxy 
15 group, such as methoxy, ethoxy or propoxy, carboxyl group, 
C 2 -7 alkoxycarbonyl group, such as methoxycarbonyl, ethoxy- 
carbonyl or propoxycarbonyl, and halogen atom, such as 
fluorine atom, chlorine atom or bromine atom. 
[0049] 

20 In Y 1 and Y 2 alkyl group includes Ci-s alkyl group (e.g. 

methyl, ethyl, propyl, 1-methylethyl, butyl, 1-methylpropyl, 
2-methylpropyl, 1, 1-dimethylethyl, pentyl, 1-methylbutyl, 
2-methylbutyl, 3-methylbutyl, 1, 1-dimethylpropyl, 1,2- 
dimethylpropyl, and 2, 2-dimethylpropyl) . 

25 [0050] 
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In Y 1 and Y 2 substituted alkyl group means Ci- 6 alkyl 
group (e.g. methyl, ethyl, propyl, 1-methylethyl, butyl, 1- 
methylpropyl, 2-methylpropyl, 1, 1-dimethylethyl, pentyl, 1- 
methylbutyl, 2-methylbutyl, 3-methylbutyl, 1,1- 

5 dimethylpropyl, 1, 2-dimethylpropyl, 2, 2-dimethylpropyl) 
substituted by the same or different and one or more 
substituents . 

Said substituents include hydroxy group, Ci- 6 alkoxy 
group, such as methoxy, ethoxy or propoxy, carboxyl, C 2 -7 
10 alkoxycarbonyl group, such as methoxycarbonyl or 
ethoxycarbonyl, and halogen atom such as fluorine atom, 
chlorine atom or bromine atom. 
[0051] 

In Y 1 and Y 2 alkoxy group means Ci_ e alkoxy group, such 
15 as methoxy, ethoxy or propoxy. 
[0052] 

In Y 1 and Y 2 substituted alkoxy group means Ci- 6 alkoxy 
group (such as methoxy, ethoxy or propoxy) substituted by 
the same or different and one or more substituents. 

20 Said substituents include hydroxy group, Cx- 6 alkoxy 

group, such as methoxy, ethoxy or propoxy, carboxyl group, 
C2-7 alkoxycarbonyl group, such as methoxycarbonyl, ethoxy- 
carbonyl group or propoxycarbonyl, and halogen atom, such 
as fluorine atom, chlorine atom or bromine atom. 

25 [0053] 
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In Y 1 and Y 2 alkanoyl group means Ci-e alkanoyl group, 
such as formyl, acetyl, propanoyl, butanoyl, pentanoyl or 
hexanoyl . 

[0054] 

5 In Y 1 and Y 2 substituted alkanoyl group means Ci_ 6 

alkanoyl group (such as formyl, acetyl, propanoyl, butanoyl, 
pentanoyl or hexanoyl) substituted by the same or different 
and one or more substituents . 

Said' substituents include hydroxy group, Ci- 6 alkoxy 
10 group, such as methoxy, ethoxy or propoxy, carboxyl group, 
C 2 -7 alkoxycarbonyl group, such as methoxycarbonyl, 
ethoxycaronyl or propoxycarbonyl, and halogen atom, such as 
fluorine atom, chlorine atom or bromine atom. 
[0055] 

15 In Y 1 and Y 2 aroyl group means C7-11 aroyl group, such 

as benzoyl or naphthoyl. 
[0056] 

In Y 1 and Y 2 substituted aroyl group means C7-11 aroyl 
group (such as benzoyl or naphthoyl) substituted by the 
20 same or different and one or more substituents. 

Said substituents include hydroxy group, Ci- 6 alkoxy 
group, such as methoxy, ethoxy or propoxy, carboxyl group, 
C2-7 alkoxycarbonyl group, such as .methoxycarbonyl, 
ethoxycarbonyl or propoxycarbonyl and halogen atom such as 
25 fluorine atom, chlorine atom or bromine atom. 
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[0057] 

In Y 1 and Y 2 alkoxycarbonyl group means C 2 -7 
alkoxycarbonyl group, such as methoxycarbonyl, ethoxy- 
carbonyl or propoxycarbonyl. 
5 [0058] 

In Y 1 and Y 2 substituted alkoxycarbonyl group means C 2 - 
7 alkoxycarbonyl group (such as methoxycarbonyl, ethoxy- 
carbonyl or propoxycarbonyl) substituted by the same or 
different and one or more substituents. 
10 Said substituents include hydroxy group, Ci- 6 alkoxy 

group, such as methoxy, ethoxy or propoxy, carboxyl group, 
C 2 -7 alkoxycarbonyl group, such as methoxycarbonyl , ethoxy- 
carbonyl or propoxycarbonyl and halogen atom such as 
fluorine atom, chlorine atom or bromine atom. 
15 [0059] 

In Y 1 and Y 2 alkylamino group means amino group 
substituted by Ci- 6 alkyl group, such as methylamino, 
ethylamino, propylamino, or butylamino. 

[0060] 

2 0 In Y 1 and Y 2 di (alkyl) amino group means amino group 

substituted by the same or different and Ci-e alkyl group, 
such as dimethylamino, diethylamino or ethylmethylamino . 
[0061] 

In Y 1 and Y 2 alkylcarbamoyl group means carbamoyl 
25 group substituted by Ci-e alkyl group, such as 
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methylcarbamoyl/ ethylcarbamoyl, propylcarbamoyl or 
butyl carbamoyl . 
[0062] 

In Y 1 and Y 2 di (alkyl ) carbamoyl group means carbamoyl 
5 group substituted by the same or different and Ci- 6 alkyl 
group/ such as dimethylcarbamoyl, diethylcarbamoyl or 
ethylmethylcarbamoyl . 
[0063] 

In Y 1 and Y 2 halogen atom means halogen atom such as 
10 fluorine atom, chlorine atom, bromine atom or iodine atom. 

The groups without any specific definition in the 
present specification are as follows. 

Alkyl group includes straight or branched Ci- 6 alkyl 
group (e.g. methyl, ethyl, propyl, butyl, pentyl, hexyl) , 
15 C3-7 cycloalkyl group (e.g. cyclopropyl, cyclopentyl, 
cyclohexyl or cycloheptyl) or C4-10 cycloalkylalkyl group 
(e.g. cyclopropylmethyl, cyclopentylmethyl, 

cyclohexylmethyl or cyclohexylethyl) . 
[0064] 

20 Alkyl of alkylamino or dialkylamino means straight or 

branched Ci- 6 alkyl group (e.g. methyl, ethyl, propyl, butyl, 
pentyl, hexyl) . 
[0065] 

Substituted alkyl of substituted alkylamino means the 
25 above alkyl substituted by the substituent. The said 
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substituent is aliphatic heterocyclic group containing 1 to 
2 nitrogen atoms and 0 to 1 oxygen atom, such as 
pyrrolidinyl, piperidyl, piperazinyl, tetrahydroazepinyl or 
morpholinyl . 
5 [0066] 

Aliphatic heterocyclic group is one containing at 
least one nitrogen atom as a hetero atom, e.g. aliphatic 
heterocyclic group containing 1 to 2 nitrogen atoms and 0 
to 1 oxygen atom, such as pyrrolidinyl, piperidyl, 
10 piperazinyl, tetrahydroazepinyl or morpholinyl. 
[0067] 

The compound of the present invention can be formed a 
salt with an acid. The preferable acids are 

pharmaceutically acceptable acids, including inorganic 
15 acids, such as hydrochloric acid, sulfuric acid, 
hydrobromic acid, etc., and organic acids, such as acetic 
acid, oxalic acid, citric acid, malic acid, tartaric acid, 
fumaric acid, maleic acid, etc. 

Further, in case of the compound having an acidic 
20 substituent, the compound may form a salt with a base. 

The preferable bases are pharmaceutically acceptable 
bases, including inorganic bases like alkali metals, such 
as sodium or potassium, or organic bases, such as 
triethylamine or pyridine. 
25 [0068] 
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The compounds included in the compound (1) of the 
present invention are as follows. 

[0069] 
[Table 1] 
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methylamino 


4-hydroxybutyl 


H 


H 


H 


methylamino 


5-hydroxypentyl 


H 


H 


H 


methylamino 


2-me thoxy carbony 1 eth y 1 


H 


H 


H 


methylamino 


3-methoxycarbonylpropyl 


H 


H 


H 


methylamino 


4-methoxycarbonylbutyl 


H 


H 


H 


methylamino 


5-methoxycarbonylpentyl 


H 


H 


H 


methylamino 


2-aminoethyl 


H 


H 


H 


methylamino 


3-aminopropyl 


H 


H 


H 


methylamino 


4-aminobutyI 


H 


H 


H 


methylamino 


5-aminopentyl 


H 


H 


H 


methylamino 


6-aminohexyl 


H 


H 


H 


methylamino 


2-chloroethvl 


H 


H 


H 


methylamino 


3-chloropropyI 


H 


H 


H 1 


methylamino 


^ 4-chlorobutyl 


H 


H 


H 


methylamino 


5-chloropentyl 


H 


H 


H 


methylamino 


6-chlorohexyl 


H 


H 


H 


methylamino ! 


2-fluoroethyl 


H 


H 


H 


methylamino 


3-fluoropropyl 


H 


H 


H 


methylamino 


4-fluorobutyl 


H 


H 


H 


methylamino 


5-fluoropentyl 


H 


H 


H 


methylamino 


6-fluorohexyl 


H 


H 


H 


methylamino 


2-carbamoyleth y 1 


H 


H 


H 


methylamino 


3 -carb amoylpropy 1 


H 


H 


H 


methylamino 


4-carb amoy lbuty 1 


H 


H 


H 


methylamino 


5-carbamoylpentyl 


H 


H 


H 


methylamino 


6-carbamoylh ex yl 


H 


H 


H 


methylamino 


3-methylcarbamoylpropyl 


H 


H 


H 


methylamino 


4-meth yl carbamoyl butyl 


H 


H 


H 


methylamino 


5-methylcarbamoylpentyl 


H 


H 


H 
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R 1 


R 2 


R 3 


Y 1 


Y 2 


methylamino 


benzyl 


H 


H 


H 


methylamino 


2-phenylethyl 


H 


H 


H 


methylamino 


4-fluorobenzyl 


H 


H 


H 


methylamino 


3-fluorobenzyl 


H 


H 


H 


methylamino 


4-chlorobenzyl 


H 


H 


H 


methylamino 


3-chlorobenzyl 


H 


H 


H 


methylamino 


4-meth oxyb enzyl 


H 


H 


H 


methylamino 


3-methoxybenzyl 


H 


H 


H 


methylamino 


4-hydroxybenzyl 


H 


H 


H 


methylamino 


3-hydroxybenzyl 


H 


H 


H 


methylamino 


4-meth ylbenzyl 


H 


H 


H 


methylamino 


3-methylbenzyl 


H 


H 


H 


methylamino 


4-aminobenzyl 


H 


H 


H 


methylamino 


3-aminobenzyl 


H 


H 


H 


methylamino 


4-dimethylaminobenzyl 


H 


H 


H 


methylamino 


3-dime th y lami nob enzyl 


H 


H 


H 


methylamino 


4-carbamoylbenzyl 


H 


H 


H 


methylamino 


3-carbamoylbenzyl 


H 


H 


H 


methylamino 


4-methylcarbamoylbenzyl 


H 


H 


H 


methylamino 


3-methylcarbamoylbenzyl 


H 


H 


H 


methylamino 


4-cyanobenzyl 


H 


H 


H 


methylamino 


4-phenoxybenzyl 


H 


H 


H 


methylamino 


phenyl 


T T 

H 


H 


H ! 


methylamino 


4-fluorophenyl 


H 


H 


H 


! methylamino 


3-fluorophenyl 


H 


H 


H 


methylamino 


4-chlorophenyl 


H 


H 


H 


methylamino 


3-methoxyphenyl 


H 


H 


H 


methylamino 


3-hydroxyphenyl 


H 


H 


H 


methylamino 


4-meth ylphenyl 


H 


H 


H 


methylamino 


3-methylphenyl 


H 


H 


H 


methylamino 


4-aminophenyl 


H 


H 


H 


methylamino 


3-aminophenyl 


H 


H 


H 


methylamino 


3 -dimeth yl aminopheny 1 


H 


H 


H 


methylamino 


4-dimethylaminophenyl 


H 


H 


H ! 


methylamino 


3-carbamoylphenyl 


H 


H 


H ! 


methylamino 


4-carbamoylphenyl 


H 


H 


H 


methylamino 


3-cyanophenyl 


H 


H 


H ! 


methylamino 


4-cyanophenyl 


H 


H 


H 


methylamino 


3-phenoxyphenyl 


H 


H 


*r 


methylamino 


4-phenoxyphenyl 


H 


H 


H 
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R 1 


R~ 


R* 


Y l 


Y a 


methyiamino 


methyl 


H 


2-chloro 


H 


methyl amino 


methyl 


H 


3-chloro 


H 


methyiamino 


methyl 


H 


4-chloro 


H 


methyiamino 


methyl 


H 


2-fluoro 


H 


methyiamino 


methyl 


H 


3-fluoro 


H 


methyiamino 


methyl 


H 


4-fluoro 


H 


methyiamino 


methyl 


H 


2-bromo 


H 


methyiamino 


methyl 


H 


3-bromo 


H 


methyiamino 


methyl 


H 


4-bromo 


H 


methyiamino 


methyl 


H 


2-nitro 


H 


methyiamino 


methyl 


H 


3-nitro 


H 


methvlamino 


methyl 


H 


4-nitro 


H 


methyiamino 


methyl 


H 


2-methoxy 


H 


methyiamino 


methyl 


H 


3-methoxy 


H 


methyiamino 


methyl 


H 


4-methoxy 


H 


methyiamino 


methyl 


H 


2-chloro 


4-chloro 


methyiamino 


methyl 


H 


3-chloro 


4-chloro 


methyiamino 


methyl 


H 


2-fluoro 


4-fluoro 


methyiamino 


methyl 


H 


3-fluoro 


4-fluoro 


methyiamino 


methyl 


H 


2-bromo 


4-bromo 


methyiamino 


methyl 


H 


3-bromo 


4-bromo 


methyiamino 


methyl 


H 


2-methoxy 


4-methoxy 


methyiamino 


methyl 


H 


3-methoxy 


4-methoxy 


methyiamino 


methyl 


H 


2-acetyI 


H 


methyiamino 


methyl 


H 


3-acetyl 


H 


methyiamino 


methyl 


H 


4-acetyl 


H 


methyiamino 


methyl 


H 


2-benzoyl 


H 


methyiamino 


methyl 


H 


3-benzoyl 


H 


methyiamino 


methyl 


H 


4-benzoyl 


H 


methyiamino 


methyl 


H 


2-cyano 


H 


methyiamino 


methyl 


H 


3-cyano 


H 


memylamino 


methyl 


H 


4-cyano 


H 


methyiamino 


methyl 


H 


2-carbamovl 


H 


methvlamino 


methyl 


H 


3 -carbamoyl 


H 


methyiamino 


methyl 


H 


4-carbamoyl 


H 


methyiamino 


methyl 


H 


2-dimethyicarbamoyl 


H 


methyiamino 


methyl 


H 


3-dimethylcarbamovI 


H 


methyiamino 


methyl 


H 


4-dimethylcarbamoyl 


H 


methyiamino 


methyl 


H 


2-methylcarbamoyl 


H 


methyiamino 


methyl 


H 


3-methylcarbamoyl 


H 
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R 1 


R 2 


R 3 


Y 1 


Y 2 


methylamino 


methyl 


H 


4-methylcarbamoyl 


H 


methylamino 


methyl 


H 


2-methoxycarb onyl 


H 


methylamino 


methyl 


H 


3-methoxycarbonyl 


H 


methylamino 


methyl 


H 


4-methoxycarbonyl 


H 


methylamino 


methyl 


H 


2-amino 


H 


methylamino 


methyl 


H 


3-amino 


H 


methylamino 


methyl 


H 


4- amino 


H 


methylamino 


methyl 


H 


2-dimeth y lamino' 


H 


methylamino 


methvl 


H 


3 -dimeth ylamino 


H 


methvlamino 


methyl 


H 


4-dimeth ylamino 


H 


methylamino 


methyl 


H 


2-meth ylamino 


H 


methylamino 


methyl 


H 


3-meth ylamino 


H 


methylamino 


methyl 


H 


4-meth ylamino 


H 


methylamino 


methyl 


H 


2-trifluoromethyl 


H 


methvlamino 


methyl 


H 


3 -tri fluorometh yl 


H 


methylamino 


methyl 


H 


4- trifl uorometh y 1 


H 


methylamino 


methyl 


H 


2-fluoromethyl 


H 


methylamino 


methyl 


H 


3-fluoromethyl 


H 


methylamino 


methyl 


H 


4-fluoromethyl 


H 


methvlamino 


methyl 


H 


2-hydroxy 


H 


methylamino 


methvl 


H 


3-hydroxy 


H 


methylamino 


methyl 


H 


4-hydroxy 


H 


methylamino 


methyl 


H 


4-(4-fiuorobenzoyl) 


H 


methylamino 


methyl 


H 


3-(4-fluorobenzoyl) 


H 


methylamino 


methyl 


H 


2-(4-fluorobenzoyl) 


H 


methylamino 


methyl 


H 


4-(4-methylbenzoyl) 


H | 


methylamino 


methyl 


H 


3-(4-methylbenzoyl) 


H 


methylamino 


methyl 


H 


2-(4-methylbenzoyl) 


H 


methylamino 


methyl 


H 


4-chloroacetyl 


H 


methylamino 


methyl 


H 


3-chloroacetyl 


H 


methylamino 


methyl 


H 


2-chloroacetyl 


H 


methylamino 


methyl 


H 


4-ethoxycarbonyl 


H 


methylamino 


methyl 


H 


3-ethoxycarbonyl 


H 


methylamino 


methyl 


H 


2-ethoxycarbonyl 


H | 


methylamino 


methyl 


H 


4-carboxy 


H ! 


methylamino 


methyl 


H 


3-carboxy 


H | 


methylamino 


methyl 


H 


2-carboxy 


H 1 


methylamino 


methyl 


H 


4-chloromethoxy 


H 


methylamino 


methyl 


H 


3-chloromethoxy 


H 


methylamino 


methyl 


H 


2-chloromethoxy 


H | 
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R 


R* 


R 3 


Y 1 




methylamino 


ethyl 


H 


2-chloro 


H 


methylamino 


ethyl 


H 


3-chloro 


H 


methylamino 


ethyl 


H 


4-chloro 


H 


methylamino 


ethyl 


H 


2-fluoro 


H 


methylamino 


ethyl 


H 


3-fluoro 


H 


methylamino 


ethvl 


H 


4-fluoro 


H 


methylamino 


ethyl 


H 


2-bromo 


H 


methylamino 


ethyl 


H 


3-bromo 


H 


methylamino 


ethyl 


H 


4-bromo 


H 


methylamino 


ethyl 


H 


2-nitro 


H 


methylamino 


ethvl 


H 


3-nitro 


H 


methylamino 


ethyl 


H 


4-nitro 


H 


methylamino 


ethyl 


H 


2-methoxy 


H 


methylamino 


ethyl 


H 


3-methoxy 


H 


methylamino 


ethyl 


H 


4-methoxy 


H 


methylamino 


ethyl 


H 


2-chloro 


4-chloro 


methylamino 


ethyl 


H 


3-chloro 


4-chloro 


methylamino 


ethyl 


H 


2-fluoro 


4-fluoro 


methylamino 


ethyl 


H 


3-fluoro 


4-fluoro 


methylamino 


ethyl 


H 


2-bromo 


4-bromo 


methylamino 


ethyl 


H 


3-bromo 


4-bromo 


memylamino 


ethyl 


H 


2-methoxy 


4-methoxy 


methylamino 


ethyl 


H 


3-methoxy 


4-methoxy 


methylamino 


ethyl 


H 


2-acetyl 


H 


methylamino 


ethyl 


H. 


3-acetyl 


H 


methylamino 


ethyl 


H 


4-aceryl 


H 


methylamino 


ethyl 


H 


2-benzoyl 


H 


methylamino 


ethyl 


H 


3-benzoyl 


H 


methylamino 


ethyl 


H 


4-benzoyl 


H 


methylamino 


ethyl 


H 


2-cyano 


H 1 


methylamino 


ethyl 


H 


3-cyano 


H 


methylamino 


ethyl 


H 


4-cvano 


H 


methylamino 


ethyl 


H 


2-carbamoyl 


H 


methylamino 


ethyl 


H 


3-carbamoyl 


H ! 


methylamino 


ethyl 


H 


4-carbamoyl 


H 


methylamino 


ethyl 


H 


2-dimethy lcarb amoyl 


H 


methylamino 


ethyl 


H 


3-dimethylcarbamoyi 


H 


methylamino 


ethyl 


H 


4-dimethylcarbamoyl 


H . 


methylamino 


ethyl 


H 


2-methyl carbamoyl 


H 


methylamino 


ethyl 


H 


3-methylcarbamoyl 


H 
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R 1 


R* 


R* 


Y 1 


Y 2 


methylamino 


ethyl 


H 


4-methylcarbamoyl 


H 


methylamino 


ethyl 


H 


2-methoxycarbonyl 


H 


methylamino 


ethyl 


H 


3-methoxycarbonyl 


H 


methylamino 


ethyl 


H 


4-methoxycarbonyl 


H 


methylamino 


ethyl 


H 


2-amino 


H 


methylamino 


ethyl 


H 


3-amino 


H 


methylamino 


ethyl 


H 


4-amino 


H 


methylamino 


ethyl 


H 


2 -dimethyl amino 


H 


methylamino 


ethyl 


H 


3-dimethylamino 


H 1 


methylamino 


ethyl 


H 


4-dimeth y lamin o 


H 


methvl amino 


ethyl 


H 


2-methylamino 


H 


methylamino 


ethyl 


H. 


3-methylamino 


H 


methylamino 


ethyl 


H 


4-methylamino 


H 


methylamino 


ethyl 


H 


2- trifluorometh yl 


H 


methylamino 


ethyl 


H 


3-trifluoromethyl 


H 


methylamino 


ethyl 


H 


4-trifluoromethyl 


H 


methylamino 


ethyl 


H 


2-fluoromethyl 


H 


methylamino 


ethyl 


H 


3-fluoromethyl 


H 


methylamino 


ethyl 


H 


4-fluoromethyl 


H 


methylamino 


ethyl 


H 


2-hydroxy 


H 


methylamino 


ethyl 


H 


3-hydroxy 


H 


methylamino 


ethyl i 


H 


4-hydroxy 


H 


methylamino 


ethyl 


H 


4-(4-fluorobenzoyl) 


H 


methylamino 


ethyl 


H 


3 -(4-fluorobenzo yl ) 


H 


methylamino 


ethyl 


H 


2-(4-fluorobenzoyl) 


H 


methylamino 


ethyl 


H 


4-(4-methylbenzo yl) 


H 


methylamino 


ethyl 


H 


3-(4-methylbenzoyl) 


H 


methylamino 


ethyl 


H 


2-(4-methylbenzoyl) 


H 


methylamino 


ethyl 


H 


4-chloroacetyl 


H 


methylamino 


ethyl 


H 


3-chloroacetyl 


H 


methylamino 


ethyl 


H 


2-chloroacetyl 


H 


methylamino 


ethyl 


H 


4-eth oxy c arb on y 1 


H 


methylamino 


ethyl 


H 


3-ethoxycarbonyl 


H 


methylamino 


ethyl 


H 


2-ethoxycarbonyl 


H 


methylamino 


ethyl 


H 


4-carboxy 


H 


methylamino 


ethyl 


H 


3-carboxy 


H 


methylamino 


ethyl 


H 


2-carboxy 


H 


methylamino 


ethyl 


H 


4-chloromethoxy 


H 


methvlamino 


ethyl 


H 


3-chloromethoxy 


H 


methylamino 


ethvl 


H 


2-chloromethoxy 


H 
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R 


R 


R 3 


Y< 


Y 5 


methylamino 


propyl 


H 


2-chloro 


H 


methyl amino 


propyl 


H 


3-chloro 


H 


methyJamino 


propyl 


H 


4-chloro 


H 


methylamino 


propyl 


H 


2-fluoro 


H 


methylamino 


propyl 


H 


3-fluoro 


H i 


methylamino 


propyl 


H 


4-fluoro 


H 


methylamino 


propyl 


H 


2-bromo 


H 


methylamino 


propyl 


H 


3-bromo 


H 


methylamino 


propyl 


H 


4-bromo 


H 


methylamino 


propyl 


H 


2-nitro 


H 


methylamino 


propyl 


H 


3-nitro 


H 


methylamino 


propyl 


H 


4-nitro 


H 


methylamino 


propyl 


H 


2-methoxy . 


H 1 


methylamino 


propyl 


H 


3-methoxy 


H 


methylamino 


propyl 


H 


4-methoxy 


H 


methylamino 


propyl 


H 


2-chloro 


4-chloro 


methylamino 


propyl 


H 


3-chloro 


4-chloro 


methylamino 


propyl 


H 


2-fluoro 


4-fluoro 


methylamino 


propyl 


H 


3-fluoro 


4-fluoro 


methylamino 


propyl 


H 


2-bromo 


4-bromo 


methylamino 


propyl 


H 


3-bromo 


4-bromo 


methylamino 


propyl 


H 


2-methoxy 


4-methoxy 


methylamino 


propyl 


H 


3-methoxy 


4-methoxy 


methylamino 


propyl 


H 


2-acetyl 


H 


methylamino 


propyl 


H 


3-aceryl 


H 


methylamino 


propyl 


H 


4-acetyl 


H 


methylamino 


propyl 


H 


2-benzoyl 


H 


methylamino 


propyl 


H 


3-benzoyl 


H 


methylamino 


propyl 


H 


4-benzoyl 


H 


methylamino 


propyl 


H 


2-cyano 


H 


methylamino 


propyl 


H 


3-cyano 


H 


methylamino 


propyl 


H 


4-cyano 


H 


methvlamino 


propyl 


H 


2-carbamoyl 


H 


methylamino 


propyl 


H 


3 -carbamoyl 


H 


methylamino 


propyl 


H 


4-carbamoyl 


H 


methylamino 


propyl 


H 


2-dimethylcarbamoyl 


H 


methylamino 


propyl 


H 


3-dimethylcarbamoyl 


H 


methylamino 


propyl 


H 


4-dimethylcarbamoyl 


H 1 


methvlamino 


propyl 


H 


2-meth y Icarbamoyl 


H 


methylamino 


propyl 


H 


3-methylcarbamoyl 


H 
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J ,„ 

R 


R 


R 


771 


775 

Y 


methylamino 


propyl 


H 


4-meth ylcarbamovl 


H 


methylamino 


propyl 


H 


2-methoxycarbonyl 


H 


methylamino 


propyl 


H 


3-methoxycarbonyl 


H 


methylamino 


propyl 


H 


4-methoxycarbonyl 


H 


methylamino 


propyl 


H 


2-amino 


H 


methylamino 


propyl 


H 


3-amino 


H 


methylamino 


propyl 


H 


4-amino 


H 


methylamino 


propyl 


H 


2-dimethylamino 


H 


methylamino 


propyl 


H 


3-dimethylamino 


H 


methylamino 


propyl 


H 


4-dimethylamino 


H 


methylamino 


propyl 


H 


2-methylamino 


H 


.methylamino 


propyl 


H 


3-methylamino 


H 


methylamino 


propyl 


H 


4-methylamino 


H | 


methylamino 


propyl 


H 


2-trifluoromethyl 


H 


methylamino 


propyl 


H 


3-trifluoromethyl 


H 


methylamino 


propyl 


H 


4- tri fluorometh yl 


H 


methylamino 


propyl 


H 


2-fluoromethyl 


H 


methylamino 


propyl 


H 


3 -fluorometh yl 


H 


methylamino 


propyl 


H 


4-fluoromethyl 


H 


methylamino 


propyl 


H 


2-hydroxy 


H 


methylamino 


propyl 


H 


3 -hydroxy 


H 


methylamino 


propyl 


H 


4-hydroxy 


H 


methylamino 


propyl 


R 


< +-^f-iiuuroucnzoyi } 


n 


methylamino 


propyl 


H 


3-(4-fluorobenzoyl) 


H 


methylamino 


propyl 


H 


2-(4-fluorobenzoyI) 


H 


methylamino 


propyl 


H 


4-(4-methylbenzoyl) 


H 


methylamino 


propyl 


H 


3-(4-methylbenzoyl) 


H 


methylamino 


propyl 


H 


2-(4-methylbenzoyl) 


H 


methylamino 


propyl 


H 


4-chloroacetyl 


H 


methylamino 


propyl 


H 


3-chloroacetyl 


H 


methylamino 


propyl 


H 


2-chloroacetyl 


H 


methylamino 


propyl 


H 


4-ethoxycarbonyl 


H 


methylamino 


propyl 


H 


3 -ethoxycarbony 1 


H 


methylamino 


propyl 


H 


2-ethoxycarbonyl 


H 


methylamino 


propyl 


H 


4-carboxy 


H 


methylamino 


propyl 


H 


3-carboxy 


H 


methylamino 


propyl 


H 


2-carboxy 


H 


methylamino 


propyl 


H 


4-chloromethoxy 


H 


methylamino 


propyl 


H 


3-chloromethoxv 


H 


methylamino 


propyl 


H 


2-chloromethoxy 


H 
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R 1 


R* 


R 3 


Y 1 


Y 5 


methyl ami no 


butyl 


H 


2-chJoro 


H 


meth vl ami no 


hutvl 


H 


3-chloro 


H 


mpthvl amino 


butyl 


H 


4-chloro 


H 


mpfhvlnminn 
incut yi<ii uiuu 


butyl 


H 


2-fluoro 


u 
1 1 


methvlamino 


butyl 


H 


3-fluoro 


H 


mpthvlaminn 


butyl 


H 


4— fluoro 


H 
1 1 


methvlamino 


butyl 


H 


2«oroTno 


H 


UiCUl Vigil 11 IIU 


butyl 


H 


Vhrnmn 


n 


mPfhvlftminft 
iiiwiii y i&iiLiiiyj 


butyl 


H 


4-hromo 




m eth vl ami no 


butyl 


H 


2-nitro 


H 


methvlamino 


butyl 


H 


3-nitro 


H 


methvlamino 


butyl 


H 


4-nitro 


H 


mpthvlaminn 


butyl 


H 


'Z-methoy v 


H 


methvlamino 


butyl 


H 


3-methoxy 


H 


meth vl amino 


butyl 


H 


4-methoxy 


H 


meth y 1 amino 


butyl 


H 


2-chloro 


4-chloro 


methylamino 


butyl 


H 


3-chloro 


4-chloro 


methvlamino 


butvl 


H 


2-fluoro 


4-fluoro 


methylamino 


butyl 


H 


3-fluoro 


4-fluoro 


methvlamino 


butyl 


H 


2-bromo 


4-bromo 


methylamino 


butyl 


H 


3-bromo 


4-bromo 


methylamino 


butyl 


H 


2-methoxy 


4-methoxy 


methylamino 


butyl 


H 


3-methoxy 


4-methoxy 


methylamino 


butyl 


H 


2-acetyl 


H 


methylamino 


butyl 


H 


3-acetyl 


H 


methylamino 


butyl 


H 


4-acetyl 


H 


methylamino 


butyl 


H 


2-benzoyl 


H 


methylamino 


butyl 


H 


3-benzoyl 


H 


methylamino 


butyl 


H 


4-benzoyl 


H 


methylamino 


butyl 


H 


2-cyano 


H 


methylamino 


butyl 


H 


3-cyano 


H 


methylamino 


butyl 


H 


4-cyano 


H 


methylamino 


butyl 


H 


2-carbamoyl 


H 


methylamino 


butyl 


H 


3 -carbamoyl 


H 


methylamino 


butyl 


H 


4-carbamoyl 


H 


methylamino 


butyl 


H 


2-dimethylcarbamoyl 


H 


methylamino 


butyl 


H 


3-dimethylcarbamoyl 


H 


methylamino 


butyl 


H 


4-dimethylcarbamovl 


H 


methylamino 


butyl 


H 


2-methyl carbamoyl 


H 


methvlamino 


butyl 


H 


3 -meth yl carbamoyl 


H 
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1 R' 




R* 


Y 1 




methylamino 


butyl 


H 


4-meth ylcarbamoyl 


H 


methylamino 


butyl 


H 


2-methoxycarbonyl 


H 


methylamino 


butyl 


H 


3-methoxycarbonyl 


H 


methylamino 


butyl 


H 


4-methoxycarbonyl 


H 


methylamino 


butyl 


H 


2-amino 


H 


methylamino 


butyl 


H 


3-amino 


H 


methylamino 


butyl 


H 


4-amino 


H 


methylamino 


butyl 


H 


2-dimethylamino 


H 


methvlamino 


butyl 


H 


3-dimethyiamino 


H 


methylamino 


butyl 


H 


4-dimeth ylamino 


H 


methylamino 


butyl 


H 


2-methylamino 


H 


methylamino 


butyl 


H 


3-meth ylamino 


H | 


methylamino 


butyl 


H 


4-meth ylamino 


H 


memylamino 


butyl 


H 


2-trifluoromethyl 


H 


methylamino 


butyl 


H 


3-trifluoromethyl 


H 


methylamino 


butyl 


H 


4-trifluoromethyl 


H 


methylamino 


butyl 


H 


2-fluoromethyl 


H 


methylamino 


butyl 


H 


3-fluoromethyl 


H 


methylamino 


butyl 


H 


4-fluoromethyl 


H 


methylamino 


butyl 


H 


2-hydroxy 


H 


methylamino 


butyl 


H 


3-hydroxy 


H 


methylamino 


butyl 


H 


4-hydroxy 


H 


methylamino 


butyl 


H 


4-(4-fluorobenzoyl) 


H 


methylamino 


butyl 


H 


3-(4-fluorobenzoyl) 


H 


methylamino 


butyl 


H 


2-(4-fluorobenzoyl) 


H 


methylamino 


butyl 


H 


4-(4-methylbenzoyI) 


H 


methylamino 


butyl 


H 


3-(4-methyIbenzoyl) 


H 


methylamino 


butyl ! 


H 


2-(4-methylbenzoyl) 


h ; 


methylamino 


butyl 


H 


4-chloroacetyl 


H 


methylamino 


butyl 


H 


3-chloroacetyl 


H 


methylamino 


butyl 


H 


2-chloroacetyl 


H 


methylamino 


butyl 


H 


4-ethoxycarbonyl 


H 


methylamino 


butyl 


H 


3-ethoxycarbonyI 


H 


methylamino 


butyl 


H 


2-ethoxycarbonyI 


H 


methvlamino 


butyl 


H 


4-carboxy 


H 


methylamino 


butyl 


H 


3-carboxy 


H 


methylamino 


butyl 


H 


2-carboxy 


H 


methylamino 


butyl 


H 


4-chloromethoxy 


H 


methylamino 


butyl 


H 


3-chloromethoxy 


H 


methylamino 


butyl 


H 


2-chloromethoxy 


H 
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R 


R 


R 


Y 


Y J 


methylamino 


benzyl 


H 


2-chloro 


H 


methylamino 


benzyl 


H 


3-chloro 


H 


methylamino 


benzyl 


H 


4-chloro 


H 


methylamino 


benzyl 


H 


2-fluoro 


H 


methylamino 


benzyl 


H 


3-fluoro 


H 


methylamino 


benzyl 


H 


4-fluoro 


H 


methylamino 


benzyl 


H 


2-bromo 


H 


methylamino 


benzyl 


H 


3-bromo 


H 


methylamino 


benzyl 


H 


4-bromo 


H 


methylamino 


benzyl 


H 


2-nitro 


H 


methylamino 


benzyl 


H 


3-nitro 


H i 


methylamino 


benzyl 


H 


4-nitro 


H 


methylamino 


benzyl 


H 


2-methoxy 


H 


methylamino 


benzyl 


H 


3-methoxy 


H 


methylamino 


benzyl 


H 


4-methoxy \ 


H 


methylamino 


benzyl 


H 


2-chloro 


4-chloro 


methylamino 


benzyl 


H 


3-chloro 


4-chloro 


methylamino 


benzyl 


H 


2-fluoro 


4-fluoro 


methylamino 


benzyl 


H 


3-fluoro 


4-fluoro 


methylamino 


benzyl 


H 


2-bromo 


4-bromo 


methylamino 


benzyl 


H 


3-bromo 


4-bromo 


methylamino 


benzyl 


H 


2-methoxy 


4-methoxy 


methylamino 


benzyl 


H 


3-methoxy 


4-methoxy 


methylamino 


benzyl 


H 


2-acetyl 


H 


methylamino 


benzyl 


H 


3-acetyl 


H 


methylamino 


benzyl 


H 


4-acetyi 


H 


methylamino 


benzyl 


H 


2-benzoyl 


H 


methylamino 


benzyl 


H 


3-benzoyl 


H 


methylamino 


benzyl 


H 


4-benzoyl 


H 


methylamino 


benzyl 


H 


2-cyano 


H 


methylamino 


benzyl 


H 


3-cyano 


H 


methylamino 


benzyl 


H 


4-cyano 


H 


methylamino 


benzyl 


H 


2-carbamoyl 


H 


methylamino 


benzyl 


H 


3 -carbamoyl 


H 


methylamino 


benzyl 


H 


4-carbamoyl 


H 


methylamino 


benzyl 


H 


2-dimethylcarbamoyl 


L H 


methylamino 


benzyl 


H 


3-dimeth y lcarb amoyl 


H 


methylamino 


benzyl 


H 


4-dimethyl carbamoyl 


H 


methylamino 


benzyl 


H 


2-methyl carbamoyl 


H 


methylamino 


benzyl 


H 


3-methylcarbamoyl 


H 
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R' 


R" 




Y J 


Y* 


methyl amino 


benzyl 


H 


4-methylcarbamoyl 


H 


methylamino 


benzyl 


H 


2-methoxycarbonyl 


H 


methylamino 


benzyl 


H 


3-methoxycarbonyl 


H 


methvlamino 


benzyl 


H 


4-methoxycarbonyl 


H 


methylamino 


benzyl 


H 


2 -ami no 


H 


methylamino 


benzyl 


H 


3-amino 


H 


methylamino 


benzyl 


H 


4-amino 


H 


methylamino 


benzyl 


H 


2-dimethylamino 


H 


methylamino 


benzyl 


H 


3-dimethylamino 


H 


methylamino 


benzyl 


H 


4-dimeth y lamino 


H 


methylamino 


benzyl 


H 


2-methylamino 


H 


methylamino 


benzyl 


H 


3-methylamino 


H 


methylamino 


benzyl 


H 


4-methylamino 


H 


methylamino 


benzyl 


H 


2-trifluorometh yl 


H 


methylamino 


benzyl 


H 


3 -trifluorometh yl 


H 


methylamino 


benzyl 


H 


4-trifluoromethyl 


H 


methylamino 


benzyl 


H 


2-fluoromethyl 


H 


methylamino 


benzyl 


H 


3-fluoromethyl 


H 


methylamino 


benzyl 


H 


4-fluoromethyl 


H 


methylamino 


benzyl 


H 


2-hydroxy 


H 


methylamino 


benzyl 


H 


3-hydroxy 


H 


methylamino 


benzyl 


H 


4-hydroxy 


H 


methylamino 


benzyl 


H 


4-(4-fluorobenzoyl) 


H 


methylamino 


benzyl 


H 


3-(4-fluorobenzoyl) 


H 


methylamino 


benzyl 


H 


2-(4-fluorobenzoyl) 


H 


methylamino 


benzyl 


H 


4-(4-methyIbenzoyl) 


H 


methylamino 


benzyl 


H 


3-(4-methylbenzoyl) 


H 


methylamino 


benzyl 


H 


2-(4-methylbenzoyl) 


H 


methylamino 


benzyl 


H 


4-chloroacetyl 


H 


methylamino 


benzvl 


H 


3-chloroacetyl 


H 


methylamino 


benzyl 


| H 


2-chloroacetyl 


H 


methylamino 


benzyl 


H 


4- e th oxycarb ony 1 


H 


methylamino 


benzyl 


H 


3-ethoxycarbonyl 


H 


methylamino 


benzyl 


H 


2-ethoxycaibonyl 


H 


methylamino 


benzyl 


H 


4-carboxy 


H 


methylamino 


benzyl 


H 


3-carboxy 


H 


methylamino 


benzyl 


H 


2-carboxy 


H 


methylamino 


benzyl 


H 


4-chloromethoxy 


H 


methylamino 


benzyl 


H 


3-chloromethoxy 


H 


methvlamino 


benzyl 


H 


2-chloromethoxy 


H 
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R 1 


R 2 


R J 


Y 1 


Y i 


methylamino 


cyclohexylmethyl 


H 


3-chloro 


H 


methyl amino 


cycl ohexylmethyl 


H 


3-chloro 


H 


methylamino 


cyclohexylmethyl 


H 


4-chloro 


H 


methylamino 


cyclohexylmethyl 


H 


2-fluoro 


H 


methylamino 


cyclohexylmethyl 


H 


3-fluoro 


H 


methylamino 


cyclohexylmethyl 


H 


4-fluoro 


H 


methylamino 


cyclohexylmethyl 


H 


2-bromo 


H 


methylamino 


cyclohexylmethyl 


H 


3-bromo 


H 


methylamino 


cyclohexylmethyl 


H 


4-bromo 


H 


methylamino 


cyclohexylmethyl 


H 


2-nitro 


H 


methylamino 


cyclohexylmethyl 


H 


3-nitro 


H 


methylamino 


cyclohexylmethyl 


H 


4-nitro 


H 


methylamino 


cyclohexylmethyl 


H 


2-methoxy 


H 


methylamino 


cyclohexylmeth yl 


H 


3-methoxy 


H 


methylamino 


cyclohexylmethyl 


H 


4-methoxy 


H 


methylamino 


cyclohexylmethyl 


H 


2-chloro 


4-chloro 


methylamino 


cyclohexylmethyl 


H 


3-chloro 


4-chloro 


methylamino 


cyclohexylmethyl 


H 


2-fluoro 


4-fluoro 


methylamino 


cyclohexylmethyl 


H 


3-fluoro 


4-fluoro 


methylamino 


cyclohexylmethyl 


H 


2-bromo 


4-bromo 


methylamino 


cyclohexylmethyl 


H 


3-bromo 


4-bromo 


methylamino 


cyclohexylmethyl 


H 


2-methoxy 


4-methoxy 


methylamino 


cyclohexylmethyl 


H 


3-methoxy 


4-methoxy j 


methylamino 


cyclohexylmethyl 


H 


2-acetyl 


H 


methylamino 


cyclohexylmethyl 


H 


3-acetyl 


H 


methylamino 


cyclohexylmethyl 


H 


4-acetyl 


H 


methylamino 


cyclohexylmethyl 


H 


2-ben2oyl 


H 


methylamino 


cyclohexylmethyl 


H 


3-benzoyl 


H 


methylamino 


cyclohexylmethyl 


H 


4-benzoyl 


H 


methylamino 


cyclohexylmethyl 


H 


2-cyano 


H 


methylamino 


cyclohexylmethyl 


H 


3-cyano 


H 


methylamino 


cyclohexylmethyl 


H 


4-cyano 


H 


methylamino 


cyclohexylmethyl 


H 


2-carbamoyl 


H 


methylamino 


cyclohexylmethyl 


H 


3 -carbamoyl 


H j 


methylamino 


cyclohexylmethyl 


H 


4-carbamoyl 


H 


methylamino 


cyclohexylmethyl 


H 


2-dimethylcarbamoyl 


H 


methylamino 


cyclohexylmethyl 


H 


3-dimeth y Icarb amoyl 


H 


methylamino 


cyclohexylmethyl 


H 


4-dimethylcarb amoyl 


H 


methylamino 


cyclohexylmethyl 


H 


2-methylcarbamoYl 


H 


methylamino 


cyclohexylmethyl 


H 


3-methylcarb amoyl 


H 
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R 2 


R 3 


Y 1 


Y 2 


methylamino 


cyclohexylmethyl 


H 


4-methylcarbamoyl 


H 


melhylamino 


cyclohexylmethyl 


H 


2-methoxycarbonyl 


H 


methylamino 


cyclohexylmethyl 


H 


3-methoxycarbonyl 


H 


methviamino 


cyclohexylmethyl 


H 


4-methoxycarbonyl 


H 


methylamino 


cyclohexylmethyl 


H 


2-amino 


H 


methylamino 


cyclohexylmethyl 


H 


3 -amino 


H 


methylamino 


cyclohexylmethyl 


H 


4-amino 


H 


methylamino 


cyclohexylmethyl 


H 


2-dimethylamino 


H 


methylamino 


cyclohexylmethyl 


H 


3-dimethylamino 


H 


methylamino 


cyclohexylmethyl 


H 


4-dimethylamino 


H 


methylamino 


cyclohexylmethyl 


H 


2-methylamino 


H 


methviamino 


cyclohexylmeth yl 


H 


3-methylamino 


H 


methylamino 


cyclohexylmethyl 


H 


4-methylamino 


H 


methylamino 


cyclohexylmethyl 


H 


2-tri fluorometh y 1 


H 


methylamino 


cyclohexylmethyl 


H 


3 - triflu orometh y 1 


H 


methylamino 


cyclohexylmethyl 


H 


4-trifluoromethyl 


H 


methylamino 


cyclohexylmethyl 


H 


2-fluoromethyl 


H 


methylamino 


cyclohexylmethyl 


H 


3-fluoromethyl 


H 


methylamino 


cyclohexylmethyl 


H 


4-fluoromethyl 


H 


methylamino 


cyclohexylmethyl 


H 


2-hydroxy 


H 


methylamino 


cyclohexylmethyl 


H 


3-hydroxy 


H 


methylamino 


cyclohexylmethyl 


H 


4-hydroxy 


H 


methylamino 


cyclohexylmethyl 


H 


4-(4-fluorobenzoyl) 


H 


methylamino 


cyclohexylmethyl 


H 


3-(4-fluorobenzoyl) 


H 


methylamino 


cyclohexylmethyl 


H 


2-(4-fluorobenzoyl) 


H 


methylamino 


cyclohexylmethyl 


H 


4-(4-methylbenzoyl) 


H 


methylamino 


cyclohexylmethyl 


H 


3-(4-methylbenzoyl) 


H 


methylamino 


cyclohexylmethyl 


H 


2-(4-methylbenzoyl) 


H 


methylamino 


cyclohexylmethyl 


H 


4-chloroacetvl 


H 


methylamino 


cyclohexylmethyl 


H 


3-chloroacetyl 


H 


methylamino 


cyclohexylmeth yl 


H 


2-chloroacetyl 


H 


methylamino 


cyclohexylmethyl 


H 


4-ethoxycarbonyl 


H 


methylamino 


cyclohexylmeth yl 


H 


3-ethoxycarbonyl 


H 


methylamino 


cyclohexylmethyl 


H 


2-ethoxycarbonyl 


H 


methylamino 


cyclohexylmethyl 


H 


4-carboxy 


H 


methylamino 


cyclohexylmethyl 


H 


3-carboxy 


H 


methylamino 


cyclohexylmethyl 


H 


2-carboxy 


H 


methylamino 


cyclohexylmethyl 


H 


4-chloromethoxy 


H 


methylamino 


cyclohexylmethyl 


H 


3-chloromethoxy 


H 


methylamino 


cyclohexylmethyl 


H 


2-chloromethoxy 


H 
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R 1 


R 2 


R 5 


Y 1 


Y 2 


methyl amino 


2-methoxyethyl 


H 


3-chloro 


H 


methyl amino 


2-methoxyethyl 


H 


3-chloro 


H 


methylamino 


2-methoxyethyl 


H 


4-chloro 


H 


methvlamino 


2-methoxvethyl 


H 


2-fluoro 


H 


methylamino 


2-methoxyethyl 


H 


3-fluoro 


H 


methylamino 


2-methoxyethyl 


H 


4-fluoro 


H 


methylamino 


2-methoxyethyl 


H 


2-bromo 


H 


methylamino 


2-methoxyethyl 


H 


3-bromo 


H 


methylamino 


2-methoxyethyl 


H 


4-bromo 


H 


methvlamino 


2-methoxyethyl 


H 


2-nitro 


H 


methylamino 


2-methoxyethyl 


H 


3-nitro 


H 


methylamino 


2-methoxyethyl 


H 


4-nitro 


H 


methylamino 


2-methoxyethyl 


H 


2-methoxy 


H 


methylamino 


2-methoxyethyl 


H 


3-methoxy 


H 


methylamino 


2-methoxyethyl 


H 


4-methoxy 


H 


methylamino 


2-methoxyethyl 


H 


2-chloro 


4-chloro 


methylamino 


2-methoxyethyl 


H 


3-chloro 


4-chloro 


methylamino 


2-methoxyethyl 


H 


2-fluoro 


4-fluoro 


methylamino 


2-methoxyethyl 


H 


3-fluoro 


4-fluoro 


methylamino 


2-methoxyethyl 


H 


2-bromo 


4-bromo 


methylamino 


2-methoxyethyl 


H 


3-bromo 


4-bromo 


methvlamino 


2-methoxyethyl 


H 


2-methoxy 


4-methoxy 


methylamino 


2-methoxyethyl 


H 


3-methoxy 


4-methoxy 


methylamino 


2-methoxyethyl 


H 


2-aceryl 


H 


methylamino 


2-methoxyethyl 


H 


3-acetyl 


H 


methylamino 


2-methoxyethyl 


H 


4-acetyl 


H 


methylamino 


2-methoxyethyl 


H 


2-benzoyl 


H 


methylamino 


2-methoxyethyl 


H 


3-benzoyl 


H 


methylamino 


2-methoxyethyl 


H 


4-benzoyl 


H 


methvlamino 


2-methoxyethyl 


H 


2-cyano 


H 


methvlamino 


2-methoxyethyl 


H 


3-cyano 


H 


methylamino 


2-methoxyethyl 


H 


4-cyano 


H 


methylamino 


2-methoxyethyl 


H 


2-carbamoyl 


H 


methylamino 


2-methoxyethyl 


H 


3-carbamoyl 


H 


methylamino 


2-methoxyethyl 


H 


4-carbamoyl 


H 


methylamino 


2-methoxyethyl 


H 


2-dimethylcarbamoyl 


H 


methylamino 


2-methoxyethyl 


H 


3-dimethylcarbamoyl 


H 


methylamino 


2-methoxyethyl 


H 


4-dimeth y I carb amoyl 


1 H , 


methylamino 


2-methoxyethyl 


H 


2-methylcarbamoyl 


H 


methylamino 


2-methoxyethyl 


H 


3-methylcarbamoyl 


H 
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R 1 


R" 


R 3 


Y 1 


Y 2 


methylamino 


2-methoxyethyl 


H 


4-methylcarbamoyl 


H 


methylamino 


2-methoxyethyl 


H 


2-methoxycarbonyl 


H 


methylamino 


2-methoxyethyl 


H 


3-methoxycarbonyl 


H 


methylamino 


2-methoxyethyl 


H 


4-methoxycarbonyl 


H 


methylamino 


2-methoxyethyl 


H 


2-amino 


H 


methylamino 


2-methoxyethyl 


H 


3 -amino 


H 


methylamino 


2-methoxyethyl 


H 


4-amino 


H . 


methylamino 


2-methoxyethyl 


H 


2-dimethylamino 


H 


methylamino 


2-methoxyethyl 


H 


3-dimethylamino 


H 


methylamino 


2-methoxyethyl 


H 


4-dimethylamino 


H 


methylamino 


2-methoxyethyl 


H 


2-methylamino 


H ! 


methylamino 


2-methoxyethyl 


H 


3-methylamino 


H 


methylamino 


2-methoxyethyl 


H 


4-methylamino 


H 


methylamino 


2-methoxyethyl 


H 


2-trifluorometh yl 


H 


methylamino 


2-methoxyethyl 


H 


3-trifluoromethyl 


H 


methylamino 


2-methoxyethyl 


H 


4-trifhiorometh y 1 


H 


methylamino 


2-methoxyethyl 


H 


2-fluoromethyl 


H 


methylamino 


2-methoxyethyl 


H I 


3-fiuoromethyl 


H 


methylamino 


2-methoxyethyl 


H 


4-fluoromethyl 


H 


methylamino 


2-methoxyethyl 


H 


2-hydroxy 


H 


methylamino 


2-methoxyethyl 


H 


3-hydroxy 


H 


methylamino 


2-methoxyethyl 


H 


4-hydroxy 


H 


methylamino 


2-methoxyethyl 


H 


4-(4-fluorobenzoyI) 


H 


methylamino 


2-methoxyethyl 


H 


3-(4-fluorobenzoyl) 


H 


methylamino 


2-methoxyethyl 


H 


2-(4-fluorobenzoyl) 


H 


methylamino 


2-methoxyethyl 


H 


4-(4-methylbenzoyl) 


H 


methylamino 


2-methoxyethyl 


H 


3-(4-methylbenzoyl) 


H 


methylamino 


2-methoxyethyl 


H 


2-(4-methylbenzoyl) 


H 


methylamino 


2-methoxyethyl 


H 


4-chloroacetyl 


H 


methylamino 


2-methoxyethyl 


H 


3-chloroacetyl 


H 


methylamino 


2-methoxyethyl 


H 


2-chloroacetyl 


H 


methylamino 


2-methoxyethyl 


H 


4-ethoxycarbonyl 


H 


methylamino 


2-methoxyethyl 


H 


3-ethoxycarbonyl 


H 


methylamino 


2-methoxyethyl 


H 


2-ethoxycarbonyl 


H 


methylamino 


2-methoxyethyl 


H 


4-carboxy 


H 


methylamino 


2-methoxyethyl 


H 


3-carboxy 


H 


methylamino 


2-methoxyethyl 


H 


2-carboxy 


H 


methvlamino 


2-methoxyethyl 


H 


4-chloromethoxy 


H 


methylamino 


2-methoxyethyl 


H 


3-chloromethoxy 


H 


methylamino 


2-methoxyethyl 


H 


2-chloromethoxy 


H 
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IT 
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TT 
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TT 
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TT 
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H 
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IT 

M 
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TJ 

ri 


TT 
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dimethyl amino 


3-methvlnentvl 
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14 
n 


TJ 

rl 


dimeth vlamino 


4-m pf h vl Dpnrvl 
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IT 
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TJ 
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dimethylamino 


1 1 -dimeth vlhutvl 


H 


TJ 

n 


u 
rl 


dimethylamino 


1,2-dimethylbutyl 


H 


H 


H 


dimeth ylainino 


1,3-dimethyIbutyl 


H 


H 


H 


dimethylamino 


2.2-dimethylbutyl 


H 


H 


H 


dimethylamino 


2,3-dimethylbutyl 


H 


H 


H 


dimethylamino 


3 , 3 -dimethylbutyl 


H 


H 


H 


climethylamino 


1-ethyibutyl 


H 


H 


H 


dimethylamino 


2-ethylbutyl 


H 


H 


H 


dimemylamino 


1,1, 2-trimethylpropyl 


H 


H 


H 


dimethylamino 


heptyl 


H 


H 


H 


dimethylamino 


cyclqpropyl 


H 


H 


H 


dimethylamino 


cyclopentyl 


H 


H 


H 


dimethylamino 


cyclohexyl 


H 


H 


H 


dimethylamino 


cycloheptyl 


H 


H 


H | 


dimethylamino 


eyciopropylmethyl 


H 


H 


H 


dimethylamino 


cyclopentylmethyl 


H 


H 


H 


dimethylamino 


cyclohexylmethyl 


H 


H 


H 


dimethylamino 


cycloheptylmethyl 


H 


H 


H 


dimethylamino 


2-methoxy ethyl 


H 


H 


H 


dimethylamino 


3-methoxypropyl 


H 


H ] 


H 
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R 1 


R 2 


R 3 


Y 1 


Y 2 


dimethylamino 


4-methoxybutyl 


H 


H 


H 


dimethylamino 


5-methoxypentyl 


H 


H 


H 


dimethylamino 


5-ethoxypentyl 


H 


H 


H 


dimethylamino 


2-ethoxyethyl 


H 


H 


H 


dimethylamino 


3-ethoxypropyl 


H 


H 


H 


dimethylamino 


4-ethoxybutyl 


H 


H 


H 


dimethylamino 


2-carboxyethyl 


H 


H 


H 


dimethylamino 


3-carboxypropyl 


H 


H 


H 


dimethylamino 


4-carboxybutyl 


H 


H 


H 


dimethylamino 


5-carboxypentyl 


H 


H 


H 


dimethvlamino 


2-hydroxyethyl 


H 


H 


H 


dimethylamino 


3-h ydroxypropyl 


H 


H 


H 


dimethylamino 


4-hydroxybutyl 


H 


H 


H 


dimethylamino 


5-hydroxypentyl 


H 


H 


H 


dimethylamino 


2-methoxycarbonylethyl 


H 


H 


H 


dimethylamino 


3-methoxycarbonylpropyI 


H 


H 


H 


dimethylamino 


4-methoxycarbonyl butyl 


H 


H 


H 


dimethylamino 


5-methoxycarbonylpentyl 


H 


H 


H 


dim eth y lamino 


2-aminoethyl 


H 


H 


H 


dimethylamino 


3-aminopropyl 


H 


H 


H 


dimethylamino 


4-aminobutyl 


H 


H 


H 


dimethylamino 


5-aminopentyl 


H 


H 


H 


dimethylamino 


6-aminohexyl 


H 


H 


H 


dimethylamino 


2-chloroethyl 


H 


H 


H 


dimemylamino 


3-chloropropyl 


H 


H 


H 


dimethylamino 
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4-(4-meth ylbenzoyl) 


H 


dimethylamino 


butyl 


H 


3-(4-meth ylbenzoyl) 


H 


dimethylamino 


butyl 


H 


2-(4-methylbenzoyI) 


H 


dimethylamino 


butyl 


H 


4-chloroacetyl 


H 


dimethylamino 


butyl 


H 


3-chloroacetyl 


H 


dimethylamino 


butyl 


H 


2-chloroacetyl 


H 


dimethylamino 


butyl 


H 


4-ethoxycarbonyl 


H 


dimethylamino 


butyl 


H 


3 -ethoxycarbony 1 


H 


dimethylamino 


butyl 


H 


2-ethoxycarbonyl 


H 


dimethylamino 


butyl 


H 


4-carboxy 


H 


dimethylamino 


butyl 


H 


3-carboxy 


H 


dimethylamino 


butyl 


H 


2-carboxy 


H 


dimethylamino 


butyl 


H 


4-chloromethoxy 


H 


dimethylamino 


butyl 


H 


3-chloromethoxy 


H ! 


dimethylamino 


butvl 


H 


2-chloromethoxy 


H 
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R 


R J 


R J 


Y 1 


Y 2 


dimethylamino 


benzyl 


H 


2-chloro 


H 


dimethvlamino 


benzyl 


H 


3-chloro 


H 


dimethvlamino 


benzyl 


H 


4-chloro 


H 


dimeth yl amino 


benzyl 


H 


2-fluoro 


H 


dimethylamino 


benzyl 


H 


3-fluoro 


H 


dimethyl amino 


benzyl 


H 


4-fluoro 


H 


dimethylamino 


benzyl 


H 


2-bromo 


H 


dimethylamino 


benzyl 


H 


3-bromo 


H 


dimethylamino 


benzyl 


H 


4-bromo 


H 


dimethvlamino 


benzyl 


H 


2-nitro 


H 


dimethylamino 


benzyl 


H 


3-nitro 


H 


dimethylamino 


benzyl 


H 


4-nitro 


H 


dimeth y 1 amino 


benzyl 


H 


2-methoxy 


H 


dimethylamino 


benzyl 


H 


3-methoxy 


H 


dimethylamino 


benzyl 


H 


4-methoxy 


H 


dimethylamino 


benzyl 


H 


2-chloro 


4-chloro 


dimethylamino 


benzyl 


H 


3-chloro 


4-chloro 


dimethylamino 


benzyl 


H 


2-fluoro 


4-fluoro 


dimethylamino 


benzyl 


H 


3-fluoro 


4-fluoro 


dimethylamino 


benzyl 


H 


2-bromo 


4-bromo 


dimethylamino 


benzyl 


H 


3-bromo 


4-bromo 


dimethylamino 


benzyl 


H 


2-methoxy 


4-methoxy 


dimethylamino 


benzyl 


H 


3-methoxy 


4-methoxy j 


dimethylamino 


benzyl 


H 


2-acetyl 


H 


dimethylamino 


benzyl 


H 


3 -acetyl 


H 


dimethylamino 


benzyl 


H 


4-acetyl . 


H 1 


dimethylamino 


benzyl 


H 


2-benzoyl 


H ! 


dimethylamino 


benzyl 


H 


3-benzoyl 


H 


dimethylamino 


benzyl 


H 


4-benzoyl 


H 


dimethylamino 


benzyl 


H 


2-cyano 


H 


dimethylamino 


benzyl 


H 


3-cyano 


H 


dimethylamino 


benzyl 


H 


4-cyano 


H | 


dimethylamino 


benzyl 


H 


2-carbamoyl 


H 


dimethylamino 


benzyl 


H 


3 -carbamoyl 


H 


dimethylamino 


benzyl 


H 


4-carbamoyl 


H 


dimethylamino 


benzyl 


H 


2-dimethylcarbamoyl 


H 


dimethylamino 


benzyl 


H 


3 -dimethylcarbamoyl 


H 


dimethylamino 


benzyl 


H 


4-dimethylcarbamoyl 


H 


dimethylamino 


benzyl 


H 


2-methyl carbamoyl 


H 


dimethylamino 


benzyl 


H 


3-meth ylcarbamoy 1 


H 
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R 


R 1 


1 R j 


Y l 


Y 2 


dimethylamino 


benzyl 


H 


4-meth y lcarbamoyl 


H 


dimethylamino 


benzyl 


H 


2-methoxycarbonyl 


H 


dimethylamino 


benzyl 


H 


3-mettaoxycarbonyl 


H 


dimethylamino 


benzyl 


H 


4-methoxycarbonyl 


H 


dimethylamino 


benzyl 


H 


2-amino 


H 


dimethylamino 


benzyl 


H 


3-amino 


H 


dimethylamino 


benzyl 


H 


4- amino 


H 


dimethylamino 


benzyl 


H 


2-methylamino 


H 


dimethylamino 


benzyl 


H 


3-methylamino 


H 


dimethylamino 


benzyl 


H 


4-methylamino 


H 


dimethylamino 


benzyl 


H 


2 -dimeth ylamino 


H 


dimethylamino 


benzyl 


H 


3 -dimeth y lamino 


H 


dimethylamino 


benzyl 


H 


4-dimeth ylamino 


H 


dimethylamino 


benzyl 


H 


2-trifluoromethyl 


H 


dimethylamino 


benzyl 


H 


3 -trifluorom ethyl 


H 


dimethylamino 


benzyl 


H 


4-trifluoromethyl 


H 


dimethylamino 


benzyl 


H 


2-fluoromethyl 


H n 


dimethylamino 


benzyl 


H 


3-fluoromethyl 


H 


dimethylamino 


benzyl 


H 


4-fluoromethyl 


H 


dimethylamino 


benzyl 


H 


2-hydroxy 


H 


dimethylamino 


benzyl 


H 


3-hydroxy 


H 


dimethylamino 


benzyl 


H 


4-hydroxy 


H 


dimethylamino 


benzyl 


H 


4-(4-fluorobenzoyl) 


H 


dimethylamino 


benzyl 


H 


3-(4-fluorobenzoyl) 


H 


dimethylamino 


benzyl 


H 


2-(4-fluorobenzoyl) 


H 


dimethylamino 


benzyl 


H 


4-(4-methylbenzoyl) 


H 


dimethylamino 


benzyl 


H 


3-(4-methylbenzoyl) 


H 


dimethylamino 


benzyl 


H 


2-(4-methylbenzoyl) 


H 


dimethylamino 


benzyl 


H 


4-chloroacetyl 


H 


dimethylamino 


benzyl 


H 


3-chloroacetyl 


H 


dimethylamino 


benzyl 


H 


2-chloroacetyl 


H 


dimethylamino 


benzyl 


H 


4-ethoxycarbonyl 


H 


dimethylamino 


benzyl 


H 


3-ethoxycarbonyl 


H 


dimethylamino 


benzyl 


H 


2-ethoxycarbonyl 


H 


dimethylamino 


benzyl 


H 


4-carboxy 


H 


dimethylamino 


benzyl 


H 


3-carboxy 


H 


dimethylamino 


benzyl 


H 


2-carboxy 


H 


dimethylamino 


benzyl 


H 


4-chloromethoxy 


H 


dimethylamino 


benzyl 


H 


3-chloromethoxy 


H 


dimethylamino 


benzyl 


H 


2-chloromethoxy 


H 
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R 1 


R 2 


R J 


Y 1 


Y z 


dimethylamino 


cyclohexylmethyl 


H 


3-chloro 


H 


dimethylamino 


cycl ohexylmethyl 


H 


3-chloro 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-chloro 


H | 


dimethylamino 


cyclohexylmethyl 


H 


2-fluoro 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-fluoro 


H 


dimethylamino 


cycl ohexylmethyl 


H 


4-fluoro 


H 


dimethylamino 


cycl ohex ylmeth yl 


H 


2-bromo 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-bromo 


H 


dimethylamino 


cycl ohexylmethyl 


H 


4-bromo 


H 


dimethylamino 


cycl ohexylmeth yl 


H 


2-nitro 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-nitro 


H 


dimethylamino 


cyclohexylmethyl 


H 1 


4-nitro 


H 


dimethylamino 


cycl ohexylmethyl 


H 


2-methoxy 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-methoxy 


H 


dimethylamino 


cyclohex ylmeth yl 


H 


4-methoxy 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-chloro 


4-chloro 


dimethylamino 


cyclohexylmethyl 


H 


3-chloro 


4-chloro 


dimethylamino 


cyclohexylmethyl 


H 


2-fluoro 


4-fluoro 


dimethylamino 


cyclohexylmethyl 


H 


3-fluoro 


4-fluoro 


dimethylamino 


cyclohexylmethyl 


H 


2-bromo 


4-bromo 


dimethylamino 


cyclohexylmethyl 


H 


3-bromo 


4-bromo 


dimethylamino 


cyclohexylmethyl 


H 


2-methoxy 


4-methoxy 


dimethylamino 


cycl ohexylmethyl 


H 


3-methoxy 


4-methoxy 


dimethylamino 


cyclohexylmethyl 


H 


2-acetyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-acetyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-acetyl 


H 


dimethylamino . 


cyclohexylmethyl 


H 


2-benzoyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-benzoyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-benzoyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-cyano 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-cyano 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-cyano 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-carbamoyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


3 -carbamoyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


4 -carbamoyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-dimethvlcarbamoyl 


H 


dimethylamino 


cycl ohexylmethyl 


H 


3-dimethyl carbamoyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-dimethylcarbamoyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-methylcarbamoyl 


. H 


dimethylamino 


cyclohexylmethyl 


H 


3-methylcarbamoyl 


H 
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R 1 


R* 


R 3 


Y l 


Y 1 


dimethyl amino 


cyclohexylmethyl 


H 


4-methylcarbamoyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-methoxycarbonyl 


H 


dimethyl amino 


cyclohexylmethyl 


H 


3-methoxycarbonyl 


H 


dimethylamino 


cycl ohexylmethyl 


H 


4-methoxycarbonyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-amino 


H 


dimethylamino 


cyclohexylmethyl 


H 


3 -amino 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-amino 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-methylamino 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-methylamino 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-methylamino 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-dimethyiamino 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-dimethylamino 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-dimethylamino 


H 


dimethylamino 


cyclohexylmethyl 


i H 


2-trifluorometh y 1 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-trifluoromethyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-trifluoromethyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-fluoromethyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-fluoromethyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-fluoromethyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-hydroxy 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-hydroxy 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-hydroxy 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-(4-fluorobenzoyl) 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-(4-fluorobenzoyl) 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-(4-fluorobenzoyl) 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-(4-methylbenzoyl) 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-(4-methylbenzoyl) 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-(4-methylbenzoyl) 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-chloroacetyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-chloroacetyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-chloroacetyi 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-ethoxycarbonyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-ethoxycarbonyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-ethoxycarbonyl 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-carboxy 


H 


dimethylamino 


cyclohexylmethyl 


H 


3-carboxy 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-carboxy 


H 


dimethylamino 


cyclohexylmethyl 


H 


4-chloromethoxy 


H 


dimethvlamino 


cyclohexylmethyl 


H 


3-chloromethoxy 


H 


dimethylamino 


cyclohexylmethyl 


H 


2-chloromethoxy 


H 
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R 1 


R 2 


R J 


Y 1 


Y 2 


dimethyl amino 


2-methoxyethyl 


H 


3-chloro 


H 


dimethylamino 


2-methoxyethyl 


H 


3-chloro 


H 


dimethylamino 


2-methoxyethyl 


H 


4-chloro 


H 


dimethylamino 


2-methoxyethyl 


H 


2-fluoro 


H 


dimethylamino 


2-methoxyethyl 


H 


3-fluoro 


H 


dimethylamino 


2-methoxyethyl 


H 


4-fluoro 


H 


dimethylamino 


2-methoxyethyl 


H 


2-bromo 


H 


dimethylamino 


2-methoxyethyl 


H 


3-bromo 


H 


dimethylamino 


2-methoxyethyl 


H 


4-bromo 


H 


dimethylamino 


2-methoxyethyl 


H 


2-nitro 


H 


dimethylamino 


2-methoxyethyl 


H 


3-nitro 


H 


dimethylamino 


2-methoxyethyl 


H 


4-nitro 


H 


dimethylamino 


2-methoxyethyl 


H 


2-methoxy 


H 


dimethylamino . 


2-methoxyethyl 


H 


3-methoxy 


H 


dimethylamino 


2-methoxyethyl 


H 


4-methoxy 


H 


dimethylamino 


2-methoxyethyl 


H 


2-chloro 


4-chloro 


dimethylamino 


2-methoxyethyl 


H 


3-chloro 


4-chloro 


dimethylamino 


2-methoxyethyl 


H 


2-fluoro 


4-fluoro 


dimethylamino 


2-methoxyethyl 


H 


3-fluoro 


4-fluoro 


dimethylamino 


2-methoxyethyl 


H 


2-bromo 


4-bromo 


dimethylamino 


2-methoxyethyl 


H 


3-bromo 


4-bromo 


dimethylamino 


2-methoxyethyl 


H 


2-methoxy 


4-methoxy 


dimethylamino 


2-methoxyethyl 


H 


3-methoxy 


4-methoxy 


dimethylamino 


2-methoxyethyl 


H 


2-acetyl 


H 


dimethylamino 


2-methoxyethyl 


H 


3-acetyi 


H 


dimethylamino 


2-methoxyethyl 


H 


4-acetyi 


H 


dimethylamino 


2-methoxyethyl 


H 


2-benzoyl 


H 


dimethylamino 


2-methoxyethyl 


H 


3-benzoyl 


H 


dimethylamino 


2-methoxyethyl 


H 


4-benzoyl 


H 


dimethylamino 


2-methoxyethyl 


H 


2-cyano 


H 


dimethylamino 


2-methoxyethyl 


H 


3-cyano 


H 


dimethylamino 


2-methoxyethyl 


H 


4-cyano 


H 


dimethylamino 


2-methoxyethyl 


H 


2-carbamoyl 


H 


dimethylamino 


2-methoxyethyl 


H 


3-carbamoyl 


H 


dimethylamino 


2-methoxyethyl 


H 


4-carbamoyl 


H 


dimethylamino 


2-methoxyethyl 


H 


2-dimethylcarbamoyl 


H 


dimethylamino 


2-methoxyethyl 


H 


3-dimethylcarbamoyl 


H 


dimethylamino 


2-methoxyethyl 


H 


4-dimethy Icarb amoyl 


H 


dimethylamino 


2-methoxyethyl 


H 


2-meth y Icarbamoyl 


H * 


dimethylamino 


2-methoxyethyl 


H 


3-methylcarb amoyl 


H 
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R 1 


R ! 


R 3 


Y 1 




dimethylamino 


2-methoxyethyl 


H 


4-methylcarbamoyl 


H 


dimethyl amino 


2-methoxyethyl 


H 


2-methoxycarbonyl 


H 


dimethylamino 


2-methoxyethyl 


H 


3-methoxycarbonyl 


H 


dimethvlamino 


2-methoxyethyl 


H 


4-methoxycarbonyl 


H | 


dimethylamino 


2-methoxyethyl 


H 


2-amino 


H 


dimethylamino 


2-methoxyethyl 


H 


3 -amino 


H 


dimethylamino 


2-methoxyethyl 


H 


4 -amino 


H 


dimethylamino 


2-methoxyethyl 


H 


2-methylamino 


H 


dimethylamino 


2-methoxyethyl 


H 


3-methylamino 


H 


dimethylamino 


2-methoxyethyl 


H 


4-methvlamino 


H ! 


dimethylamino 


2-methoxyethyl 


H 


2-dimethylamino 


h i 


dimethylamino 


2-methoxyethyl 


H 


3-dimethylamino 


H | 


dimethylamino 


2-methoxyethyl 


H 


4-dimethylamino 


H 


dimethvlamino 


2-methoxyethyl 


H 


2-trifluoromethyl 


H 


dimethylamino 


2-methoxyethyl 


H 


3-trifluoromethyI 


H 


dimethylamino 


2-methoxyethyl 


H 


4-trifluoromethyl 


H | 


dimethylamino 


2-methoxyethyl 


H 


2-fluoromethyl 


H | 


dimethylamino 


2-methoxyethyl 


H 


3-fluoromethvl 


H 


dimethylamino 


2-methoxyethyl 


H 


4-fluoromethyl 


H 


dimethylamino 


2-methoxyethyl 


H 


2-hydroxy 


H 


dimethylamino 


2-methoxyethyl 


H 


3-hydroxy 


H 


dimethylamino 


2-methoxyethyl 


H 


4-hydroxy 


H ! 


dimethylamino 


2-methoxyethyl 


H 


4-(4-fluorobenzoyl) 


H 


dimethylamino 


2-methoxyethyl 


H 


3-(4-fluorobenzoyl) 


H 


dimethylamino 


2-methoxyethyl 


H 


2-(4-fluorobenzoyl) 


H 


dimethylamino 


2-methoxyethyl 


H 


4-(4-methylbenzoyl) 


H 


dimethylamino 


2-methoxyethyl 


H 


3-(4-methylbenzoyl) 


H 


dimethylamino 


2-methoxyethyl 


H 


2-(4-meth ylbenzoyl) 


H 


dimethylamino 


2-methoxyethyl 


H 


4-chloroacetyl 


H 


dimethylamino 


2-methoxyethyl 


H 


3-chloroacetyl 


H 


dimethylamino 


2-methoxyethyl 


H 


2-chloroacetyl 


H 


dimethvlamino 


2-methoxyethyl 


H 


4-ethoxycarbonyl 


H 


dimethylamino 


2-methoxyethyl 


H 


3-ethoxycaibonyl 


H 


dimethylamino 


2-methoxyethyl 


H 


2-ethoxycaibonyl 


H 


dimethvlamino 


2-methoxyethyl 


H 


4-carboxy 


H 


dimethylamino 


2-methoxyethyl 


H 


3-carboxy 


H 


dimethylamino 


2-methoxyethyl 


H 


2-carboxy 


L H 


dimethylamino 


2-methoxyethyl 


H 


4-chloromethoxy 


H 


dimethvlamino 


2-methoxyethyl 


H 


3-chloromethoxy 


H 


dimethylamino 


2-methoxyethyl 


H 


2-chloromethoxy 


H 
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R 1 


R" 


R J 


Y 1 


Y* 


ethyiamino 


H 


H 


H 


H 


ethyl amino 


methyl 


H 


H 


H 


ethyiamino 


ethyl 


H 


H 


H 


ethyiamino 


propyl 


H 


H 


H 


ethyiamino 


methylethyl 


H 


H 


H 


ethyiamino 


butyl 


H 


H 


H 


ethyiamino 


1-methylpropyl 


H 


H 


H 


ethyiamino 


2-methylpropyl 


H 


H 


H 


ethyiamino 


dimethylethyl 


H 


H 


H 


ethyiamino 


pentyl 


H 


H 


H 


ethyiamino 


1-methylbutyl 


H 


H 


H 


ethyiamino 


2-methylbutyl 


H 


H 


H 


ethyiamino 


1 , 1 -dimethylpropyl 


H 


H 


H 


ethyiamino 


1 ,2-dimethylpropyl 


H 


H 


H 


ethyiamino 


2,2-dimethylpropyl 


H 


H 


H 


ethyiamino 


hexyl 


H 


H 


H 


ethyiamino 


1-methylpentyl 


H 


H 


H 


ethyiamino 


2-methylpentyl 


H 


H 


H 


ethyiamino 


3-methylpentyi 


H 


H 


H 


ethvlamino 


4-methylpentyl 


H 


H 


H 


ethyiamino 


1,1-dimethylbutyl 


H 


H 


H 


ethyiamino 


1,2-dimethylbutyl 


L_ H 


H 


H 


ethyiamino 


1 ,3-dimethylbutyl 


H 


H 


H 


ethyiamino 


2,2-dimethylbutyl 


H 


H 


H 


ethyiamino 


2,3-dimethylbutyl 


H 


H 


H 


ethyiamino 


3,3-dimethylbutyl 


H 


H 


H 


ethyiamino 


1-ethylbutyl 


H 


H 


H 


ethyiamino 


2-ethylbuty! 


H 


H 


H 


ethyiamino 


1 , 1 ,2-trimethylpropyl 


H 


H 


H 


ethyiamino 


heptyl 


H 


H 


H 


ethyiamino 


cyclopropyl 


H 


H 


H 


ethyiamino 


cyclopentyl 


H 


H 


H 


ethyiamino 


cyclohexyl ■ 


H 


H 


H 


ethyiamino 


cycloheptyl 


H 


H 


H 


ethyiamino 


cyclopropylmeth y 1 


H 


H 


H 


ethyiamino 


cyclopentylmethyl 


H 


H 


H 


ethyiamino 


cyclohexylmethyl 


H 


H 


H 


ethyiamino 


cycloheptylmethyl 


H 


H 


H 


ethyiamino 


2-methoxyethyl 


H 


H 


H 


ethyiamino 


3-methoxypropyl 


H 


H 


H 
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R> 




R J 


Y 1 


Y 3 


ethylamino 


4-methoxybutyl 


H 


H 


H 


ethylamino 


5-methoxypentyl 


H 


H 


H 


ethylamino 


5-ethoxypentyl 


H 


H 


H 


ethylamino 


2-ethoxyethyl 


H 


H 


H 


ethylamino 


3-ethoxypropyl 


H 


H 


H 


ethylamino 


4-ethoxybutyl 


H 


H 


H 


ethylamino 


2-carboxyethyl 


H 


H 


H 


ethylamino 


3-carboxypropyl 


H 


H 


H 


ethylamino 


4-carboxybutyl 


H 


H 


H 


ethylamino 


5 -carboxyp enty 1 


H 


H 


H 


ethylamino 


2-hydroxyethyl 


H 


H 


H 


ethylamino 


3-hydroxypropyl 


H 


H 


H 


ethylamino 


4-hydroxybutyl 


H 


H 


H 


ethylamino 


5-hydroxypentyl 


H 


H 


H 


ethylamino 


2-methoxycarbonylethyl 


H 


H 


H 


ethylamino 


3-methoxycarbonylpropyl 


H 


H 


H 


ethylamino 


4-methoxycarbonylbutyl 


H 


H 


H 


ethylamino 


5-methoxycarbonyipentyl 


H 


H 


H 


ethylamino 


2-aminoethyl 


H 


H 


H 


ethylamino 


3-aminopropyl 


H 


H 


H 


ethylamino 


4-aminobutyl 


H 


H 


H 


ethylamino 


5-aminopentyl 


H 


H 


H 


ethylamino 


6-aminohexyl 


H 


H 


H 


ethylamino 


2-chloroethyl 


H 


H 


H 


ethylamino 


3-chloropropyl 


L H 


H 


H 


ethylamino 


4-chlorobutyl 


H 


H 


H 


ethylamino 


5-chloropentyl 


H 


H 


H 


ethylamino 


6-chlorohexyl 


H 


H 


H 


ethylamino 


2-fluoroethyl 


H 


H 


H 


ethylamino 


3-fluoropropyl 


H 


H 


H 


ethylamino 


4-fluorobutyl 


H 


H 


H 


ethylamino 


5-fluoropentyl 


H 


H 


H 


ethylamino 


6-fluorohexyl 


H 


H 


H 


ethylamino 


2-carb amoyleth y 1 


H 


H 


H 


ethylamino 


3-carbamoyl propyl 


H 


H 


H 


ethylamino 


4-carb amoy Ibutyl 


H 


H 


H 


ethylamino 


5-carbamoylpentyl 


H 


H 


H 


ethylamino 


6-carbamoylhexyl 


H 


H 


H 


ethylamino 


3-methyl carbamoyl propyl 


H 


H 


H 


ethylamino 


4-methylcarbamoylbutyl 


H 


H 


H 


ethylamino 


5-methylcarbamoylpentyl 


H 


H 


H 
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R 1 


R 2 


R J 


Y 1 


Y 2 


ethylamino 


benzyl 


H 


H 


H 


ethylamino 


2-phenylethyl 


H 


H 


H 


ethylamino 


4-fluorobenzyl 


H 


H 


H 


ethylamino 


3-fluorobenzyl 


H 


H 


H 


ethylamino 


4-chlorobenzyl 


1 H 


H 


H 


ethylamino 


3-chlorobenzyl 


H 


H 


H 


ethylamino 


4-methoxybenzyl 


H 


H 


H 


ethylamino 


3-methoxybenzyl 


H 


H 


H 


ethylamino 


4-hydroxybenzyl 


H 


H 


H 


ethylamino 


3 -hy droxybenzyl 


H 


H 


H 


ethylamino 


4-methylbenzyl 


H 


H 


H 


ethylamino 


3-methylbenzyl 


H 


H 


H 


ethylamino 


4-aminobenzyi 


H 


H 


H 


ethylamino 


3-aminobenzyl 


H 


H 


H 


ethylamino 


4-dimethylaminobenzyl 


H 


H 


H 


ethylamino 


3-dimethylaminobenzyl 


H 


H 


H 


ethylamino 


4-carb amoylbenzyl 


H 


H 


H 


ethylamino 


3 -carb amoylbenzyl 


H 


H 


H 


ethylamino 


4-meth y 1 carbamoylb enzyl 


H 


H 


H 


ethylamino 


3-methy 1 carbamoylb enzy 1 


H 


H 


H 


ethylamino 


4-cyanobenzyl 


H 


H 


H 


ethylamino 


4-phenoxybenzyl 


H 


H 


H 


ethylamino 


phenyl 


H 


H 


H 


ethylamino 


4-fluorophenyl 


H 


H 


H 


ethylamino 


3-fluorophenyl 


H 


H 


H 


ethylamino 


4-chlorophenyl 


H 


H 


H 


ethylamino 


3-methoxyphenyl 


H 


H 


H 


ethylamino 


3-hydroxyphenyl 


H 


H 


H 


ethylamino 


4-methylphenyl 


H 


H 


H 


ethylamino 


3-methylphenyl 


H 


H 


H 


ethylamino 


4-aminophenyl 


H 


H 


H 


ethylamino 


3-aminophenyl 


H 


H 


H 


ethylamino 


3 -dimeth ylaminopheny 1 


H 


H 


H 


ethylamino 


4-dimeth ylaminopheny 1 


H 


H 


H 


ethylamino 


3 -carbamoylphenyl 


H 


H 


H 


ethylamino 


4-carbamoyiphenyl 


H 


H 


H 


ethylamino 


3-cyanophenyl 


H 


H 


H 


ethylamino 


4-cyanophenyl 


H 


H 


H 


ethylamino 


3-phenoxyphenyl 


H 


H 


H 


ethylamino | 4-phenoxyphenyl 


H 


H 


H 



Continued 



100 



R 1 


K 2 


I r3 


Y 1 


Y 2 


ethyiamino 


methyl 


H 


2-chloro 


H 


ethylamino 


methyl 


H 


3-chloro 


H 


ethyiamino 


methyl 


H 


4-chloro 


H 


ethylamino 


methyl 


H 


2-fluoro 


H 


ethyiamino 


methyl 


H 


3-fluoro 


H 


ethylamino 


methyl 


H 


4-fluoro 


H 


ethylamino 


methyl 


H 


2-bromo 


H 


ethylamino 


methyl 


H 


3-bromo 


H 


ethylamino 


methyl 


H 


4-bromo 


H 


ethylamino 


methyl 


H 


2-nitro 


H ! 


ethylamino 


methyl 


H 


3-nitro 


h | 


ethylamino 


methyl 


H 


4-nitro 


H 


ethylamino 


methyl 


H 


2-methoxy 


H 


ethylamino 


methyl 


H 


3-methoxy 


H 


ethylamino 


methyl 


H 


4-methoxy 


H 


ethylamino 


methyl 


H 


2-chloro 


4-chloro 


ethylamino 


methyl 


H 


3-chloro 


4-chloro i 


ethyiamino 


methyl 


H 


2-fluoro 


4-fluoro 


ethylamino 


methyl 


H 


3-fluoro 


4-fluoro 


ethylamino 


methyl 


H 


2-bromo 


4-bromo 


ethyiamino 


methyl 


H 


3-bromo 


4-bromo 


ethylamino 


methyl 


H 


2-methoxy 


4-methoxy 


ethvlamino 


methyl 


H 


3-methoxy 


4-methoxy 


ethylamino 


methyl 


H 


2-acetyl 


H 


ethylamino 


methyl 


H 


3-acetyl 


H 


ethyiamino 


methyl 


H 


4-acetyl 


H 


ethylamino 


methyl 


H 


2-benzoyl 


H 


ethylamino 


methyl 


H 


3-benzoyl 


H 


ethylamino 


methyl 


H 


4-benzoyl 


H 


ethylamino 


methyl 


H 


2-cyano 


H 


ethylamino 


methyl 


H 


3-cyano 


H 


ethylamino 


methyl 


H 


4-cyano 


H 


ethylamino 


methyl 


H 


2-carbamoyl 


H 


ethylamino 


methyl 


H 


3-carbamoyl 


H 


ethylamino 


methyl 


H 


4- carbamoyl 


H 


ethylamino 


methyl 


H 


2-dimethylcarbamoyl 


H 


ethylamino 


methyl 


H 


3 -dimeth ylcarbamoyl 


H 


ethylamino 


methyl 


H 


4-dimethylcarbamoyl 


H 


ethylamino 


methyl 


H 


2-meth ylcarb am oyl 


H 


ethylamino 


methyl 


H 


3-methylcarbamoyl 


H 



Continued 



101 



R 1 


R 2 


R 3 


Y 1 


Y 2 


ethylamino 


methyl 


H 


4-methyl carbamoyl 


H 


ethylamino 


methyl 


H 


2-methoxycarbonyl 


H ! 


ethylamino 


methyl 


H 


3-methoxycaibonyl 


H 


ethylamino 


methyl 


H 


4-methoxycarbonyl 


H 


ethylamino 


methyl 


H 


2-amino 


H 


ethylamino 


methyl 


H 


3-amiho 


H 


ethylamino 


methyl 


H 


4-amino 


H 


ethylamino 


methyl 


H 


2-methylamino 


H 


ethylamino 


methyl 


H 


3-methyiamino 


H 


ethylamino 


methyl 


H 


4-methylamino 


H 


ethylamino 


methyl 


H 


2-dimethylamino 


H 


ethylamino 


methyl 


H 


3-dimethylamino 


H 


ethylamino 


methyl 


H 


4-dimeth ylamino 


H 


ethylamino 


methyl 


H 


2-trifluoromethyl 


H 


ethylamino 


methyl 


H 


3 -trifluorometh y I 


H 


ethylamino 


methyl 


H 


4-trifluoromethyl 


H 


ethylamino 


methyl 


H 


2-fluoromethyl 


H 


ethylamino 


methyl 


H 


3-fluoromethyl 


H | 


ethylamino 


methyl 


H 


4-fluoromethyl 


H 


ethylamino 


methyl 


H 


2-hydroxy 


H 


ethylamino 


methyl 


H 


3-hydroxy 


H | 


ethylamino 


methyl 


H 


4-hydroxy 


H 


ethylamino 


methyl 


H 


4-(4-fluorobenzoyl) 


H 


ethylamino 


methyl 


H 


3-(4-fluorobenzoyl) 


H 


ethylamino 


methyl 


H 


2-(4-fluorobenzoyl) 


H 


ethylamino 


methyl 


H 


4-(4-methylbenzoyl) 


H i 


ethylamino 


methyl 


H 


3-(4-methylbenzoyl) 


H 


ethylamino 


methyl 


H 


2-(4-methylbenzoyI) 


H 


ethylamino 


methyl 


H 


4-chloroacetyl 


H 


ethylamino 


methyl 


H 


3-chloroacetyl 


H 


ethylamino 


methyl 


H 


2-chloroacetyl 


H 


ethylamino 


methyl 


H 


4-ethoxycarbonyl 


H 


ethylamino 


methyl 


H 


3-ethoxycarbonyl 


H 


ethylamino 


methyl 


H 


2-ethoxycarbonyl 


H 


ethylamino 


methyl 


H 


4-carboxy 


H 


ethylamino 


methyl 


H 


3-carboxy 


H 


ethylamino 


methyl 


H 


2-carboxy 


H 


ethylamino 


methyl 


H 


4-chlorometh oxy 


H 


ethylamino 


methyl 


H 


3 -chloromethoxy 


H 


ethylamino 


methyl 


H 


2-chloromethoxy 


H 



Continued 



102 



R 1 


R> 


R 3 


Y 1 


Y i 


ethylamino 


ethyl 


H 


2-chloro 


H 


eihylamino 


ethyl 


H . 


3-chloro 


H 


ethylamino 


ethyl 


H 


4-chJoro 


H 


ethylamino 


ethyl 


H 


2-fluoro 


H 


ethylamino 


ethvl 


H 


3-fluoro 


H 


ethylamino 


ethyl 


H 


4-fluoro 


H 


ethylamino 


ethyl 


H 


2-bromo 


H 


ethylamino 


ethyl 


H 


3-bromo 


H 


ethylamino 


ethyl 


H 


4-bromo 


H 


ethvlamino 


ethyl 


H 


2-nitro 


H 


ethylamino 


ethyl 


H 


3-nitro 


H 


ethylamino 


ethyl 


H 


4-nitro 


H 


ethylamino 


ethyl 


H 


2-methoxy 


H 


ethylamino 


ethyl 


H 


3-methoxy 


H 


ethylamino 


ethyl 


1 H 


4-methoxy 


H 


ethylamino 


ethyl 


H 


2-chloro 


4-chloro 


ethylamino 


ethyl 


H 


3-chloro 


4-chloro 


ethylamino 


ethyl 


H 


2-fluoro 


4-fluoro 


ethylamino 


ethyl 


H 


3-fluoro 


4-fluoro 


ethylamino 


ethyl 


H 


2-bromo 


4-bromo 


ethylamino 


ethyl 


H 


3-bromo 


4-bromo 


ethylamino 


ethyl 


H 


2-methoxy 


4-methoxy 


ethvlamino 


ethyl 


H 


3-methoxy 


4-methoxy 


ethylamino 


ethyl 


H 


2-acetyl 


H 


ethvlamino 


ethyl 


H 


3-acetyl 


H 


ethylamino 


ethyl 


H 


4-acetyl 


H 


ethylamino 


ethyl 


H 


2-benzoyl 


H 1 


ethylamino 


ethyl 


H 


3-benzoyl 


H 


ethvlamino 


ethvl 


H 


4-benzoyl 


H 


ethylamino 


ethyl 


H 


2-cyano 


H 


ethylamino 


ethyl 


H 


3-cyano 


H 


ethvlamino 


ethyl 


H 


4~cvano 


H 


ethylamino 


ethyl 


H 


2-carbamoyl 


H 


ethylamino 


ethyl 


H 


3 -carbamoyl 


H 


ethylamino 


ethyl 


H 


4 -carbamoyl 


H 


ethylamino 


ethyl 


H 


2-dimethylcarbamoyl 


H 


ethylamino 


ethyl 


H 


3-dimethylcarbamoyl 


H 


ethylamino 


ethyl 


H 


4-dimethylcarbamoyl 


H 


ethvlamino 


ethyl 


H 


2-methylcarbamoyl 


H 


ethylamino 


ethyl 


H 


3-methylcarbamoyl 


H 



Continued 



103 



-"1 — 
R 


1 =T2 

R 


R 


Y 1 


Y 2 


ethylamino 


ethyl 


H 


4-methylcarbamoyl 


H 


ethylamino 


ethyl 


H 


2-methoxycarbonyl 


H 


ethylamino 


! ethyl 


H 


3-methoxycarbonyl 


H 


ethylamino 


ethyl 


H 


4-methoxycarbonyl 


H 


ethylamino 


ethyl 


! H 


2-amino 


H 


ethylamino 


ethyl 


H 


3 -amino 


H 


ethylamino 


ethyl 


H 


4-amino 


H 


ethylamino 


ethyl 


H 


2-methylamino 


u H 


ethylamino 


ethyl 


H 


3 -methyl amino 


H 


ethylamino 


ethyl 


H 


4-methyl amino 


H 


ethylamino 


ethyl 


H 


2-dimethylamino 


H 


ethylamino 


ethyl 


H 


3-dimethylamino 


H 


ethylamino 


ethyl 


H 


4-dimethylamino 


H 


ethylamino 


ethyl 


H 


2-trifluoromethyI 


H 


ethylamino 


ethyl 


H 


3-trifluoromethyl 


H 


ethylamino 


ethyl 


H 


4-trifluoromethyl 


H 


ethylamino 


ethyl 


H 


2-fluoromethyl 


H 


ethylamino 


ethyl 


H 


3-fluoromethyl 


H 


ethylamino 


ethyl 


H 


4-fluoromethvI 


H ! 


ethylamino 


ethyl 


H 


2-hydroxy 


H 


ethylamino 


ethyl 


H 


3 -hydroxy 


H 


ethylamino 


ethyl 


H 


4-hydroxy 


H 


cm yiaiuiliyj 


f»th vl 
cuiyi 


n 


4-(4-fluorobenzoyl) 


ri 


ethylamino 


ethyl 


H 


3-(4-fluorobenzoyI) 


H 


ethylamino 


ethyl 


H 


2-(4-fluorobenzoyl) 


H 


ethylamino 


ethyl 


H 


4-(4-methylbenzoyI) 


H 


ethylamino 


ethyl 


H 


3-(4-methylbenzoyl) 


H 


ethylamino 


ethyl 


H 


2-(4-methylbenzoyl) 


H 


ethylamino 


ethyl 


H 


4-chloroacetyl 


H 


ethylamino 


ethyl 


H 


3-chloroacetyl 


H 


ethylamino 


ethyl 


H 


2-chloroacetyl 


H 


ethylamino 


ethyl 


H 


4-eth oxycarbon y 1 


H 


! ethylamino 


ethyl 


H 


3-ethoxycarbonyl 


H 


ethylamino 


ethyl 


H 


2-ethoxycarbonyl 


H 


ethylamino 


ethyl 


H 


4-carboxy 


H 


ethylamino 


ethyl 


H 


3-carboxy 


H 


ethylamino 


ethyl 


H 


2-carboxy 


H 


ethylamino 


ethyl 


H 


4-chloromethoxy 


H 


ethylamino 


ethyl 


H 


3-chloromethoxy 


H 


ethylamino 


ethyl 


H 


2-chloromethoxy 


H 



Continued 



104 



R 1 


R 2 




Y J 


Y 2 


ethvlamino 


propyl 


H 


2-chloro 


H 


ethyl amino 


propyl 


H 


3-chloro 


H 


ethyl amino 


propyl 


H 


4-chloro 


H 


ethylamino 


propyl 


H 


2-fluoro 


H 


ethylamino 


propyl 


H 


3-fluoro 


H 


ethylamino 


propyl 


H 


4-fluoro 


H 


ethylamino 


propyl 


H 


2-bromo 


H 


ethylamino 


propyl 


H 


3-bromo 


H 


ethylamino 


propyl 


H 


4-bromo 


H 


ethvlamino 


propyl 


H 


2-nitro 


H 


ethylamino 


propyl 


H 


3-nitro 


H 


ethylamino 


propyl 


H 


4-nitro 


H 


ethylamino 


propyl 


H 


2-methoxy 


H 


ethylamino 


propyl 


H 


3-methoxy 


H 


ethylamino 


propyl 


H 


4-methoxy 


H 


ethylamino 


propyl 


H 


2-chloro 


4-chloro 


ethylamino 


propyl 


H 


3-chloro 


4-chloro 


ethylamino 


propyl 


H 


2-fluoro 


4-fluoro 


ethylamino 


propyl 


H 


3-fluoro 


4-fluoro 


ethvlamino 


propyl 


H 


2-bromo 


4-bromo 


ethylamino 


propyl 


H 


3-bromo 


4-bromo j 


ethvlamino 


propyl 


H 


2-methoxy 


4-methoxy 


ethylamino 


propyl 


H 


3-methoxy 


4-methoxy 


ethylamino 


propyl 


H 


2-aceryl 


H 


ethylamino 


propyl 


H 


3-acetyl 


H 


ethylamino 


propyl 


H 


4-acetyl 


H 


ethylamino 


propyl 


H 


2-benzoyl 


H 


ethylamino 


propyl 


H 


3-benzoyl 


H 


ethylamino 


propyl 


H 


4-benzoyl 


H 


ethylamino 


propyl 


H 


2-cyano 


H 


ethylamino 


propyl 


H 


3-cyano 


H 


ethylamino 


propyl 


H 


4-cyano 


H 


ethylamino 


propyl 


H 


2-carbamoyl 


H 


ethylamino 


propyl 


H 


3-carbamoyl 


H 


ethylamino 


propyl 


H 


4-carbamoyl 


H 


ethylamino 


propyl 


H 


2-dimethylcarbamoyl 


H 


ethylamino 


propyl 


H 


3-dimethylcarbamoyl 


H 


ethylamino 


propyl 


H 


4-dimethylcarbamoyl 


H 


ethvlamino 


propyl 


H 


2-methylcarbamoyl 


H 


ethylamino 


propyl 


H 


3-methylcarbamoyl 


H 



Continued 



105 





R 2 


R J 


Y 1 


Y 1 


ethyiamino 


propyl 


H 


4-methylcarbamoyl 


H 


ethylamino 


propyl 


H 


2-methoxycarbonyl 


H 


ethyiamino 


propyl 


H 


3-methoxycarbonyl 


H 


ethylamino 


propyl 


H 


4-methoxycarbonyl 


H 


ethyiamino 


propyl 


H 


2-amino 


H 


ethylamino 


propyl 


H 


3-amino 


H 


ethylamino 


propyl 


H 


4-amino 


H 


ethylamino 


propyl 


H 


2-methylamino 


H 


ethyiamino 


propyl 


H 


3-methylamino 


H 


ethylamino 


propyl 


H 


4-methylamino 


H 


ethylamino 


propyl 


H 


2-dimethylamino 


H 


ethylamino 


propyl 


H 


3-dimethylamino 


H 


ethylamino 


propyl 


1 H 


4-dimeth ylamino 


H 


ethylamino 


propyl 


H 


2-trifluoromethyl 


H 


ethylamino 


propyl 


H 


3-trifluoromethyl 


H 


ethylamino 


propyl 


H 


4-tri fluorometh yl 


H 


ethylamino 


propyl 


H 


2-fluoromethyl 


H 


ethylamino 


propyl 


H 


3-fluoromethyl 


H 


ethylamino 


propyl 


H 


4-fluoromethyl 


H 


ethylamino 


propyl 


H 


2-hydroxy 


H 


ethylamino 


propyl 


H 


3-hydroxy 


H 


ethylamino 


propyl 


H 


4-hydroxy 


H 


ethylamino 


propyl 


H 


4-(4-fluorobenzoyl) 


H 


ethylamino 


propyl 


H 


3-(4-fluorobenzoyl) 


H 


ethyiamino 


propyl 


H 


2-(4-fluorobenzoyl) 


H 


ethylamino 


propyl 


H 


4-(4-methylbenzoyl) 


H 


ethyiamino 


propyl 


H 


3-(4-methylbenzoyl) 


H 


ethyiamino 


propyl 


H 


2-(4«methylbenzoyl) 


H 


ethyiamino 


propyl 


H 


4-chloroacetyl 


H 


ethylamino 


propyl 


H 


3-chloroacetyl 


H 


ethyiamino 


propyl 


H 


2-chloroacetyl 


H 


ethylamino 


propyl 


H 


4-ethoxycarbonvl 


H 


ethylamino 


propyl 


H 


3-ethoxycarbonyI 


H 


ethylamino 


propyl 


H 


2-ethoxycarbonyl 


H 


ethylamino 


propyl 


H 


4-carboxy 


H 


ethylamino 


propyl 


H 


3-carboxy 


H 


ethylamino 


propyl 


H 


2-carboxy 


H 


ethylamino 


propyl 


H 


4~chloromethoxy 


H 


ethylamino 


propyl 


H 


3-chloromethoxy 


H 


ethyiamino 


propyl 


H 


2-chloromethoxy 


H 



Continued 



106 



R 1 


R J 


R 


Y 


Y 3 


ethyl amino 


butyl 


H 


2-chloro 


H 


ethyl amino 


butyl 


H 


3-chloro 


H 


ethyl amino 


butyl 


H 


4-chloro 


H 


ethylamino 


butyl 


H 


2-fluoro 


H 


ethyl amino 


butyl 


H 


3-fluoro 


H 


ethylamino 


butyl 


H 


4-fluoro 


H 


ethylamino 


butyl 


H 


2-bromo 


H 


ethylamino 


butvl 


H 


3-bromo 


H 


ethylamino 


butyl 


H 


4-bromo 


H 


ethylamino 


butyl 


H 


2-nitro 


H 


ethylamino 


butyl 


H 


3-nitro 


H 


ethylamino 


butyl 


H 


4-nitro 


H 


ethylamino 


butyl 


H 


2-methoxy 


H 


ethylamino 


butvl 


H 


3-methoxy 


H 


ethylamino 


butyl 


H 


4-methoxy 


H 


ethylamino 


butyl 


H 


2-chloro 


4-chloro 


ethylamino 


butyl 


H 


3-chloro 


4-chloro 


ethylamino 


butyl 


H 


2-fluoro 


4-fluoro 


ethylamino 


butyl 


H 


3-fluoro 


4-fluoro 


ethylamino 


butyl 


H 


2-bromo 


4-bromo 


ethylamino 


butyl 


H 


3-bromo 


4-bromo 


ethylamino 


butyl 


H 


2-methoxy 


4-methoxy 


ethylamino 


butyl 


H 


3-methoxy 


4-methoxy 


ethylamino 


butyl 


H 


2-acetyl 


H 


ethylamino 


I butyl 


H 


3-acetyl 


H 


ethylamino 


butyl 


H 


4-acetyl 


H 


ethylamino 


butyl 


H 


2-benzoyl 


H 


ethvlamino 


butyl 


H 


3-benzoyl 


H 


ethylamino 


butyl 


H 


4-benzoyl 


H 


ethylamino 


butyl 


H 


2-cyano 


H 


ethylamino 


butyl 


H 


3-cyano 


H 


ethylamino 


butyl 


H 


4-cyano 


H 


ethylamino 


butyl 


H 


2-carbamoyi 


H 


ethylamino 


butyl 


H 


3 -carbamoyl 


H 


ethylamino 


butyl 


H 


4-carbamoyl 


H 


ethylamino 


butyl 


H 


2-dimethylcarbamoyl 


H 


ethylamino 


butyl 


H 


3-dimeth ylcarb amoyl 


H 


ethylamino 


butyl 


H 


4-dimethylcarbamoyl 


H - 


ethylamino 


butyl 


H 


2-methylcarbamoyl 


H 


ethylamino 


butyl 


H 


3-methylcarbamoyl 


H 



Continued 



i 



107 



R' 




R 3 


Y' 




ethylamino 


butyl 


H 


4-methylcarbamoyl 


H 


ethylamino 


butyl 


H 


2-methoxycarbonyl 


H 


ethylamino 


butyl 


H 


3-methoxycarbonyl 


H 


ethylamino 


butyl 


H 


4-methoxycarbonyl 


H 


ethylamino 


butyl 


H 


2-amino 


H 


ethylamino 


butyl 


H 


3-amino 


H 


ethylamino 


butyl 


H 


4-amino 


H 


ethylamino 


butyl 


H 


2-methyl amino 


H 


ethylamino 


butyl 


H 


3-methyiamino 


H 


ethylamino \ 


butyl 


H 


4-methyl amino 


H 


ethylamino 


butyl 


H 


2-dimethylamino 


H 


ethylamino 


butyl 


H 


3-dimethylamino 


H 


ethylamino 


butyl 


H 


4-dimethylamino 


H 


ethylamino • ! 


butyl 


H 


2-tri fluoromethyl 


H 


ethylamino 


butyl 


H 


3-trifluoromethyl 


H 


ethylamino 


butyl 


H 


4- tri fluoromethyl 


H 


ethylamino 


butyl 


H 


2-fluoromethyl 


H 


ethylamino 


butyl 


H 


3 -fluoromethyl 


H 


ethylamino 


butyl 


H 


4-fluoromethyl 


H 


ethylamino 


butyl 


H 


2-hydroxy 


H 


ethylamino 


butyl 


H 


3 -hydroxy 


H 


ethylamino 


butyl 


H 


4-hydroxy 


H 


ethylamino 


butyl 


H 


4-(4-fluorobenzoyl) 


H 


ethylamino 


butyl 


H 


3 -(4- fluorobenzoyl) 


H 


ethylamino 


butyl 


H 


2-(4-fluorobenzoyl) 


H 


ethylamino 


butyl 


H 


4-(4-methylbenzoyI) 


H 


ethylamino 


butyl 


H 


3-(4-meth ylb enzo yl) 


H 


ethylamino 


butyl 


H 


2-(4-methylbenzoyl) 


H 


ethylamino 


butyl 


H 


4-chloroacetyl 


H 


ethylamino 


butyl 


H 


3-chloroacetyl 


H 


ethylamino 


butyl 


H 


2-chloroacetyl 


H 


ethylamino 


butyl 


H 


4-ethoxycarbonyl 


H 


ethylamino 


butvl 


H 


3-ethoxycarbonyl 


H 


ethylamino 


butyl 


H 


2-ethoxycarbonyI 


H 


ethylamino 


butyl 


H 


4-carboxy 


H 


ethylamino 


butyl 


H 


3-carboxy 


H 


ethylamino 


butyl 


H 


2-carboxy 


H 


ethylamino 


butyl 


H 


4-chloromethoxy 


H 


ethylamino 


butyl 


H 


3-chloromethoxy 


H 


ethylamino 


butyl 


H 


2-chloromethoxy 


H 



Continued 



108 



R' 


R* 


R 3 


Y 1 


Y 2 


ethylamino 


benzyl 


H 


2-chloro 


H 


ethylamino 


benzyl 


H 


3-chloro 


H 


ethylamino 


benzyl 


H 


4-chloro 


H 


ethylamino 


benzyl 


H 


2-fluoro 


H 


ethylamino 


benzyl 


H 


3-fluoro 


H 


ethylamino 


benzyl 


H 


4-fluoro 


H 


ethylamino 


benzyl 


H 


2-bromo 


H 


ethylamino 


benzyl 


H 


3-bromo 


H 


ethylamino 


benzyl 


H 


4-bromo 


H 


ethylamino 


benzyl 


H 


2-nitro 


H 


ethylamino 


benzyl 


H 


3-nitro 


H 


ethylamino 


benzyl 


H 


4-nitro 


H 


ethylamino 


benzyl 


H 


2-methoxy 


H 


ethylamino 


benzyl 


H 


3-methoxy 


H 


ethylamino 


benzyl 


H 


4-methoxy 


H 


ethylamino 


benzyl 


H 


2-chloro 


4-chloro 


ethylamino 


benzyl 


H 


3-chloro 


4-chloro 


ethylamino 


benzyl 


H 


2-fluoro 


4-fluoro 


ethylamino 


benzyl 


H 


3-fluoro 


4-fluoro 


ethylamino 


benzyl 


H 


2-bromo 


4-bromo 


ethylamino 


benzyl 


H 


3-bromo 


4-bromo 


ethylamino 


benzyl 


H 


2-methoxy 


4-methoxy 


ethylamino 


benzyl 


H 


3-methoxy 


4-methoxy 


ethylamino 


benzyl 


H 


2-acetyl 


H 


ethylamino 


benzyl 


H 


3-acetyl 


H 


ethylamino 


benzyl 


H 


4-acetyl 


H 


ethylamino 


benzyl 


H 


2-benzoyl 


H 


ethylamino 


benzyl 


H 


3-benzoyl 


H 


ethylamino 


benzyl 


H 


4-benzoyl 


H 


ethylamino 


benzyl 


H 


2-cyano 


H 


ethylamino 


benzyl 


H 


3-cyano 


H 


ethylamino 


benzyl 


H 


4-cyano 


H 


ethylamino 


benzyl 


H 


2-carbamoyl 


H 


ethylamino 


benzyl 


H 


3 -carbamoyl 


H 


ethylamino 


benzyl 


H 


4-carbamoyl 


H 


ethvlamino 


benzyl 


H 


2-dimethylcarbamoyl 


H 


ethylamino 


benzyl 


H 


3-dimethvlcarbamoyl 


H 


ethylamino 


benzyl 


H 


4-dimethylcarbamoyl 


H 


ethylamino 


benzyl 


H 


2-methylcarbamoyl 


H 


ethylamino 


benzyl 1 H 


3-methylcarbamoyl 


H 



Continued 



109 



R 


~ z~j 

R 


R J 


Y 1 


Y 2 


ethylamino 


benzyl 


H 


4-methylcarbamoyl 


H 


ethylamino 


benzyl 


H 


2-methoxycarbonyl 


H 


ethylamino 


benzyl 


H 


3-methoxycarbonyl 


H 


ethylamino 


benzyl 


H 


4-methoxycarbonyl 


H 


ethylamino 


benzyl 


H 


2 -amino 


H 


ethylamino 


benzyl 


H 


3-amino 


H 


ethylamino 


benzyl 


H 


4-amino 


H 


ethylamino 


benzyl 


H 


2-methylamino 


H 


ethylamino 


benzyl 


H 


3-methylamino 


H 


ethylamino 


benzyl 


H 


4-methylamino 


H [ 


ethylamino 


benzyl 


H 


2-dimethvlamino 


H 


ethylamino 


benzyl 


H 


3-dimethylamino 


H 


ethylamino 


benzyl 


H 


4-dimethylamino 


H 


ethylamino 


benzyl 


H 


2-trifluoromethyl 


H 


ethylamino 


benzyl 


H 


3-trifluoromethyl 


H 


ethylamino 


benzyl 


1 H 


4-trifluoromethyl 


H 


ethylamino 


benzyl 


H 


2-fluoromethyl 


H 


ethylamino 


benzyl 


H 


3-fluoromethyl 


H 


ethylamino 


benzyl 


H 


4-fluoromethyl 


H 


ethylamino 


benzyl 


H 


2-hydroxy 


H 


ethylamino 


benzyl 


H 


3 -hydroxy 


H 


ethylamino 


benzyl 


H 


4-hydroxy 


H 


eth vlamino 




ZJ 

n 


4~(4-fl uorob enzo yl ) 


H 


ethylamino 


benzyl 


H 


3-(4-fluorobenzoyl) 


H 


ethylamino 


benzyl 


H 


2-(4-fluorobenzoyi) 


H 


ethylamino 


benzyl 


H 


4-(4-methylb enzoyl) 


H 


ethylamino 


benzyl 


H 


3-(4-methylbenzoyl) 


H | 


ethylamino 


benzyl 


H 


2-(4-methyIbenzoyl) 


H 


ethylamino 


benzyl 


H 


4-chloroacetyl 


H 


ethylamino 


benzyl 


H 


3-chloroacetyl 


H 


ethylamino 


benzyl 


H 


2-chloroacetyl 


H j 


ethylamino 


benzyl 


H 


4-ethoxycarbonyl 


H 


ethylamino 


benzyl 


H 


3-ethoxycarbonyl 


H 


ethylamino 


benzyl 


H 


2-ethoxycarbonyl 


H 


ethylamino 


benzyl 


H 


4-carboxy 


H 


ethylamino 


benzyl 


H 


3-carboxy 


H 


ethylamino 


benzyl 


H 


2-carboxy 


H 


ethylamino 


benzyl 


H 


4-chloromethoxy 


H 


ethylamino 


benzyl 


H 


3-chloromethoxy 


H 


ethylamino 


benzyl 


H 


2-chloromethoxy 


H 



Continued 



110 



R 


R 5 


R 3 


Y 1 


Y j 


ethyl amino 


cycl ohexylmeth yl 


H 


3-chloro 


H 


ethyl amino 


c y cl oh ex y Imeth y 1 


H 


3-chloro 


H 


ethylamino 


cyclohexylmethyl 


H 


4-chloro 


H 


ethyl amino 


cyclohexylmethyl 


H 


2-fluoro 


n 


ethylamino 


cyclohexylmethyl 


H 


3-fiuoro 


H 


ethylamino 


cyclohexylmethyl 


H 


4-fluoro 


H 


ethylamino 


cyclohexylmethyl 


H 


2-bromo 


H 


eth vlamino 


cyclohexylmethyl 


H 


3 -bromo 


H 


ethylamino 


cyclohexylmethyl 


H 


4- bromo 


H 


ethylamino 


cyclohexylmethyl 


H 


2-nitro 


H 


ethylamino 


cycl ohexylmeth yl 


H 


3-nitro 


H 


ethylamino 


cyclohexylmethyl 


H 


4- nitro 


H 


ethylamino 


cyclohexylmethyl 


H 


2-methoxy 


H 


ethylamino 


cycl ohexylmeth yl 


H 


3-methoxy 


H 


ethylamino 


cyclohexylmethyl 


H 


4-methoxy 


H 


ethylamino 


cycl ohexylmethyl 


H 


2-chloro 


4-chloro 


ethylamino 


cyclohexylmethyl 


H 


3-chloro 


4—chloro 


ethylamino 


cycl ohexylmethyl 


H 


2-fluoro 


4-fluoro 


ethylamino 


cyclohexylmethyl 


H 


3-fluoro 


4-fluoro 


ethylamino 


cyclohexylmethyl 


H 


2-bromo 


4- bromo 


ethylamino 


cyclohexylmethyl 


H 


3-bromo 


4-bromo 


ethylamino 


cyclohexylmethyl 


H 


2-methoxy 


4-methoxy 


ethylamino 


cyclohexylmethyl 


H 


3-methoxy 


4-methoxy 


ethylamino 


cyclohexylmethyl 


H 


2-acetyl 


H 


ethylamino 


cyclohexylmethyl 


H 


3-acetyl 


H 


ethylamino 


cyclohexylmethyl 


H 


4-acetyl 


H 


ethylamino 


cyclohexylmethyl 


H 


2-benzoyl 


H 


ethylamino 


cyclohexylmethyl 


H 


3-benzoyl 


H 


ethylamino 


cyclohexylmethyl 


H 


4-benzoyl 


H 


ethylamino 


cyclohexylmethyl 


H 


2-cyano 


H 


ethylamino 


cyclohexylmeth yl 


H 


3-cyano 


H 


ethylamino 


cyclohexylmethyl 


H 


4-cyano 


H 


ethylamino 


cyclohexylmethyl 


H 


2-carbamoyl 


H 


ethylamino 


cyclohexylmethyl 


H 


3-carbamoyl 


H 


ethylamino 


cyclohexylmethyl 


H 


4-carbamoyl 


H 


ethylamino 


cyclohexylmethyl 


H 


2-dimethylcarbamoyl 


H 


ethylamino 


cyclohexylmethyl 


H 


3-dimethylcarbamoyl 


H | 


ethylamino 


cyclohexylmethyl 


H 


4-dimethylcarbamovi 


H , 


ethylamino 


cycl ohexylmethyl 


H 


2-methylcarbamoyl 


H 


ethylamino 


cyclohexylmethyl 


H 


3-meth ylcarbamoyl 


H 



Continued 



! 



Ill 



R 


R 2 


R J 


Y J 


Y 2 


ethylamino 


cyclohexylmethyl 


H 


4-methylcarbamoyl 


H 


ethvlamino 


cyclohexylmethyl 


H 


2-methoxycarbonyl 


H 


ethylamino 


cyclohexylmethyl 


H 


3-methoxycarbonyl 


H 


ethylamino 


cyclohexylmethyl 


H 


4-methoxycarbonyl 


H 


ethylamino 


cyclohexylmethyl 


H 


2-amino 


H 


ethylamino 


cyclohexylmethyl 


H 


3-amino 


H 


ethylamino 


cyclohexylmethyl 


H 


4-amino 


H 


ethylamino 


cyclohexylmethyl 


H 


2-methyl amino 


H 


ethylamino 


cyclohexylmethyl 


H 


3-methylamino 


H 


ethvlamino 


cyclohexylmethyl 


H 


4-methylamino 


H 


ethylamino 


cyclohexylmethyl 


H 


2-dimethylamino 


H 


ethylamino 


cyclohexylmethyl 


I H 


3-dimethylamino 


H 


ethylamino 


cyclohexylmethyl 


H 


4-dimethylamino 


H 


ethylamino 


cyclohexylmethyl 


H 


2- trifluorometh yl 


H 


ethylamino 


cyclohexylmethyl 


H 


3-trifluoromethyl 


H 


ethylamino 


cyclohexylmethyl 


H 


4-trifluoromethyl 


H 


ethylamino 


cyclohexylmethyl 


H 


2-fluoromethyl 


H 


ethylamino 


cycl ohexylmethyl 


H 


3-fluoromethyl 


H 


ethylamino 


cyclohexylmethyl 


H 


4-fluoromethyl 


H 


ethylamino 


cyclohexylmethyl 


H 


2-hydroxy 


H 


ethylamino 


cyclohexylmethyl 


H 


3-hydroxy 


H 


ethylamino 


cyclohexylmethyl 


H 


4-hydroxy 


H 


cui yidmino 


cyclohexylmethyl 


ri 


4-(4-fluorobenzoyl) 


H 


ethylamino 


cyclohexylmethyl 


H 


3-(4-fluorobenzoyl) 


H 1 


ethylamino 


cyclohexylmethyl 


H 


2-(4-fluorobenzoyl) 


H 


ethylamino j 


cyclohexylmethyl 


H 


4-(4-methyIbenzoyl) 


H 


ethylamino 


cyclohexylmethyl 


H 


3-(4-methylbenzoyl) 


H 


ethylamino 


cyclohexylmethyl 


H 


2-(4-methylbenzoyl) 


H 


ethylamino 


cyclohexylmethyl 


H 


4-chloroacetyl 


H 


ethylamino 


cyclohexylmethyl 


H 


3-chloroacetyl 


H 


ethylamino 


cyclohexylmethyl 


H 


2-chloroacetyl 


H 


ethylamino 


cyclohexylmethyl 


H 


4-ethoxycarbonyl 


H 


ethylamino 


cyclohexylmethyl 


H 


3-ethoxycarbonyl 


H 


ethylamino 


cyclohexylmethyl 


H 


2-ethoxycarbonyl 


H 


ethylamino 


cyclohexylmethyl 


H 


4-carboxy 


H 


ethylamino 


cyclohexylmethyl 


H 


3-carboxy 


H 


ethylamino 


cyclohexylmethyl 


H 


2-carboxy 


H 


ethylamino 


cyclohexylmethyl 


H 


4-chloromethoxy 


H 


ethylamino 


cyclohexylmethyl 


H 


3-chloromethoxy 


H 


ethylamino 


cyclohexylmethyl 


H 


2-chloromethoxy 


H 



Continued 



112 



P 1 


In. 


K 


V 1 


Y 


e in y l amino 


z-ineui oxyemyi 


t_j 


3-chloro 


TT 

H 


ethylammo 


z-mein oxyeinyi 


IT 

ri 


j-cnioro 


H 


ethyl amino 


2-meth oxy eth y 1 


TT 

ri 


4-cmoro 


H 


ethyl amino 


2-methoxyethyl 


r t 

ri 


2-fluoro 


H 


ethylamino 


2-meth oxye thy 1 


TJ 

ri 


3-fluoro 


H 


ethyl amino 


z-metn ox yetn y i 


ri 


4-fluoro 


H 


ethylamino 


2-methoxyethyl 


TJ 

ri 


2-bromo 


H 


ethylamino 


2-methoxyethyl 


H 


3-bromo 


H 


ethylamino 


2-methoxyethyl 


TT 

H 


4-bromo 


H 


ethylamino 


2-methoxyethyl 


H 


2-nitro 


H 


ethylamino 


2-meth oxyeth yi 


TJ 

ri 


3-nitro 


H 


ethylamino 


2-meth oxyeth yl 


ri 


4-nitro 


H 


ethylamino 


2-methoxyethyl 


TJ 

ri 


2-methoxy 


H 


ethylamino 


2-metnoxyetnyi 


TJ 

ri 


3-methoxy 


H 


ethylamino 


z-metn oxyetny l 


TT 

ri 


4-methoxy 


H 


eui y I amino 


z-metn oxyeui y l 


TT 

ri 


2-chloro 


4-cnloro 


em yi ami no 


z-mcuiQxyemyi 


TT 

n 


3-chloro 


4-cnloro 


Pth vlomi t*h"i 
CLll yiallUJlU 


0 _m &t r\ r\ "v "v/f»f" ri \/l 

^ -iiicuiUA. ycuiyi 


rr 


z-nuoro 


4-fluoro 


CLll yia.lIU.JlU 


•£-IIlCLIl v/A VwUl y i 


n 


3-fluoro 


4-fluoro 


pth vl si m i f* 

CUl _yja.il LlllU 


0_rnf*th n Yv/pf h vl 
i"iiicuiuA ycui yi 


n 


O _K (Vk jrv 


4-bromo 


pth vlflTniiio 

CUl yialLLiUKJ 


9»m pth nv vpth vl 


H 


1 — Httitti 
j uiujlxiu 


'f-uroino 


ethylamino 


2-meth oxyethy I 


H 


2-methoxy 


4-methoxy 


ethylamino 


2-methoxyethyl 


H 


3-methoxy 


4-methoxy 


ethylamino 


2-methoxyethyl 


H 


2-acetyl 


H 


ethylamino 


2-methoxyethyl 


H 


3-acetyl 


H 


ethylamino 


2-methoxyethyl 


H 


4-acetyl 


H 


ethylamino 


2-methoxyethyl 


H 


2-benzoyI 


H 


ethylamino 


2-methoxyethyl 


H 


3-benzoyl 


H 


ethylamino 


2-methoxyethyl 


H 


4-benzoyl 


H 


ethylamino 


2-methoxyethyl 


H 


2-cyano 


H 


ethylamino 


2-methoxyethyl 


H 


3-cvano 


H 


ethylamino 


2-methoxyethyl 


H 


4-cyano 


H 


ethylamino 


2-methoxyethyl 


H 


2 -carbamoyl 


H 


ethylamino 


2-methoxyethyl 


H 


3 -carbamoyl 


H 


ethylamino 


2-methoxyethyl 


H 


4 -carbamoyl 


H 


ethylamino 


2-methoxyethyl 


H 


2-dimethyl carbamoyl 


H 


ethylamino 


2-methoxyethyl 


H 


3-dimethylcarbamoyl 


H 


ethylamino 


2-methoxyethyl 


H 


4-dimethylcarbamoyl 


H* 


ethylamino 


2-methoxyethyl 


H 


2-methylcarbamoyl 


H 


ethylamino 


2-methoxyethyl 


H 


3-methylcarbamoyl 


H 



Continued 



113 



R 1 


R 2 


R 3 


Y 1 


Y 2 


ethyiamino 


2-methoxyethyl 


H 


4-methylcarbamoyl 


H 


ethyiamino 


2-methoxyethyl 


H 


2-methoxycarbonyI 


H 


ethyiamino 


2-methoxyethyl 


H 


3-methoxycarbonyl 


H 


ethyiamino 


2-methoxyethyl 


H 


4-methoxycarbonyl 


H 


ethyiamino 


2-methoxyethyl 


H 


2-amino 


H 


ethyiamino 


2-methoxyethyl 


H 


3 -amino 


H 


ethyiamino 


2-methoxyethyl 


H 


4-amino 


H 


ethyiamino 


2-methoxyethyl 


H 


2-methylamino 


H 


ethyiamino 


2-methoxyethyl 


H 


3 -methyl amino 


H 


ethyiamino 


2-methoxyethyl 


H 


4-methylamino 


H 


ethyiamino 


2-methoxyethyl 


H 


2-dimethylamino 


H 


ethyiamino 


2-methoxyethyl 


H 


3-dimethylamino 


H 


ethyiamino 


2-methoxyethyl 


H 


4-dimethylamino 


H 


ethyiamino 


2-methoxyethyl 


H 


2-trifluoromethyl 


H 


ethyiamino 


2-methoxyethyl 


H 


3-tri fluoromethyl 


H 


ethyiamino 


2-methoxyethyl 


H 


4-tri fluorometh yl 


H 


ethyiamino 


2-methoxyethyl 


H 


2-fluoromethyl 


H 


ethyiamino 


2-methoxyethyl 


H 


3-fluoromethyl 


H 


ethyiamino 


2-methoxyethyl 


H 


4-fluoromethyl 


H 


ethyiamino 


2-methoxyethyl 


H 


2-hydroxy 


H 


ethyiamino 


2-methoxyethyl 


H 


3 -hydroxy 


H 


ethyiamino 


2-methoxyethyl 


H 


4-hydroxy ' 


H 


ethyiamino 


2-methoxyethyl 


H 


4-(4-fluorobenzoyI) 


H 


ethyiamino 


2-methoxyethyl 


H 


3-(4-fluorobenzoyl) 


H 


ethyiamino 


2-methoxyethyl 


H 


2-(4-fluorobenzoyl) 


H 


ethyiamino 


2-methoxyethyl 


H 


4-(4-methylbenzoyl) 


H 


ethyiamino 


2-methoxyethyl 


H 


3-(4-methylbenzoyl) 


H 


ethyiamino 


2-methoxyethyl 


H 


2-(4-methylbenzoyl) 


H 


ethyiamino 


2-methoxyethyl 


H 


4-chloroacetyl 


H 


ethyiamino 


2-methoxyethyl 


H 


3-chloroacetyl 


H 


ethyiamino 


2-methoxyethyl 


H 


2-chloroacetyl 


H 


ethyiamino 


2-methoxyethyl 


H 


4-ethoxycarbon yl 


H 


ethyiamino 


2-methoxyethyl 


H 


3-ethoxycarbonyl 


H 


ethyiamino 


2-methoxyethyl 


H 


2-ethoxycarbonyl 


H 


ethyiamino 


2-methoxyethyl 


H 


4-carboxy 


H 


ethyiamino 


2-methoxyethyl 


H 


3-carboxy 


H 


ethyiamino 


2-methoxyethyl 


H 


2-carboxy 


H 


ethyiamino 


2-methoxyethyl 


H 


4-chloromethoxy 


H 


ethvlamino 


2-methoxyethyl 


H 


3-chloromethoxy 


H 


ethyiamino 


2-methoxyethyi 


H 


2-chloromethoxy 


H 



Continued 



114 



R 1 


R 2 


R 3 


Y 1 


Y' 


propylamine 


H 


H 


H 


H 


propylamino 


methyl 


H 


H 


H 


propylamine 


ethyl 


1 H 


H 


H 


propylamino 


propyl 


H 


H 


H 


propylamino 


methylethyl 


H 


H 


H 


propylamino 


butyl 


H 


H 


H 


propylamino 


1 -methylpropyl 


H 


H 


H 


propylamino 


2-methylpropyl 


H 


H 


H 


propylamino 


dimethylethyl 


H 


H 


H 


propylamino 


pentyl 


H 


H 


H 


propylamino 


1-methylbutyl 


H 


H 


H 


propylamino 


2-methylbutyl 


H 


H 


H [ 


propylamino 


1 , 1 -dimethylpropyl 


H 


H 


H | 


propylamino 


1 , 2-dimethy lpropy 1 


H 


H 


H 


propylamino 


2,2-dimethylpropyl 


H 


H 


H 


propylamino 


hexyl 


H 


H 


H 


propylamino 


1-methylpentyl 


H 


H 


H 


propylamino 


2-methylpentyl 


H 


H 


H 


propylamino \ 


3-methylpentyl 


H 


H 


H 


propylamino 


4-methylpentyl 


H 


H 


H 


propylamino 


1 J-dimethylbutyl 


H 


H 


H 


propylamino 


1,2-dimethylbutyl 


H 


H 


H 


propylamino 


1,3-dimethyIbutyl 


H 


H 


H 


propylamino 


2,2-dimethylbutyl 


H 


H 


H 


propylamino 


2,3-dimethylbutyl 


H 


H 


H 


propylamino 


3,3-dimethylbutyl 


H 


H 


H 


propylamino 


1-ethylbutyl 


H 


H 


H 


propylamino 


2-ethylbutyl 


H 


H 


H 


propylamino 


1 , 1 ,2-trimethylpropyl 


H 


H 


H 


propylamino 


heptyl 


H 


H 


H 


propylamino 


cyclopropyl 


H 


H 


H 


propylamino 


cyclopentyl 


H 


H 


H 


propylamino 


cyclohexyl 


H 


H 


H 


propylamino 


cycloheptyl 


H 


H 


H 


propylamino 


cyclopropylmethyl 


H 


H 


H 


propylamino 


cyclopentylmethyl 


H 


H 


H 


propylamino 


cyclohexylmethyl 


. H 


H 


H 


propylamino 


cycloheptylmethyl 


H 


H 


H 


propylamino 


2-methoxyethyl 


H 


H 


H 


propylamino 3-methoxypropyl 


H 


H 


H 



Continued 



115 



1 R1 


K 2 


R J 


Y 1 


Y 2 


propyl amino 


4-methoxybutyl 


H 


H 


H 


propyl ami no 


5-methoxypentyl 


H 


H 


H 


propyl amino 


5-ethoxypentyl 


H 


H 


H 


propylamino 


2-ethoxy ethyl 


H 


H 


H 


propyl amino 


3-ethoxypropyl 


H 


H 


H 


propylamino 


4-ethoxybutyl 


H 


H 


H 


propylamino 


2-carboxyethyl 


H 


H 


H 


propylamino 


3-carboxypropyl 


H 


H 


H 


propylamino 


4-carboxybutyl 


H 


H 


H j 


propylamino 


5-carboxypentyI 


H 


H 


H ! 


propylamino 


2-hydroxyethyl 


H 


H 


H 


propylamino 


3-hydroxypropyl 


H 


H 


H 


propylamino 


4-hydroxybutyl 


H 


H 


H 


propylamino 


5-hydroxypentyl 


H 


H 


H 


propylamino 


2-methoxycarbonylethyl 


H 


H 


H 


propylamino 


3-methoxycarbonylpropyl 


H 


H 


H 


propylamino 


4-methoxycarbonyIbutyl 


H 


H 


H 


propylamino 


5 -methoxycarbonylpenty 1 


H 


H 


H 


propylamino 


2-aminoethyl 


H 


H 


H 


propylamino 


3-aminopropyI 


H 


H 


H 


propylamino 


4-aminobutyl 


H 


H 


H 


propylamino 


5-aminopentyl 


H 


H 


H ! 


propylamino 


6-aminohexyl 


H 


H 


H 


propylamino 


2-chloroethyl 


H 


H 


H 


propylamino 


3-chloropropyl 


H 


H 


H 


propylamino 


4-chlorobutyl 


H 


H 


H 


propylamino 


5-chloropentyl 


H 


H 


H 


propylamino 


6-chlorohexyl 


H 


H 


H 


propylamino 


2-fhioroethyl 


H 


H 


H 


propylamino 


3-fluoropropyl 


H 


H 


H 


propylamino 


4-fluorobutyl 


H 


H 


H 


propylamino 


5-fluoropentyl 


H 


H 


H 


propylamino 


6-fluorohexyl 


H 


H 


H 


propylamino 


2-carbamoyleth yl 


H 


H 


H 


propylamino 


3-carbamoylpropyl 


H 


H 


H 


propylamino 


4-carbamoylbutyl 


H 


H 


H 


propylamino 


5 -carbamoylpenty 1 


H 


H 


H 


propylamino 


6-carbamoylhexyl 


H 


H 


H j 


propylamino 


3 -methyl carbamoylpropyl 


H 


H 


H I 


propylamino 


4-methylcarbamoylbutyl 


H 


H 


H 


propylamino 


5-methylcarbamoylpentyl 


H 


H 


H 



Continued 



116 



R 1 


R 5 


R 3 


Y' 


Y 1 


propyl amino 


benzyl 


H 


H 


H 


propylamino 


2-phenylethyl 


H 


H 


H 


propyl amino 


4-fluorobenzyl 


H 


H 


H 


propylamino 


3-fluorobenzyl 


H 


H 


H 


propylamino 


4-chlorobenzyl 


H 


• H 


H 


/ propylamino 


3-chlorobenzyI 


H 


H 


H ! 


propylamino 


4-methoxybenzyl 


H 


H 


H 


propylamino 


3-methoxybenzyl 


H 


H 


H 


propylamino 


4-h ydroxybenzyl 


H 


H 


H 


. propylamino 


3-hydroxybenzyl 


H 


H 


H | 


propylamino 


4-methylbenzyl 


H 


H 


H 


.propylamino 


3-methylbenzyl 


H 


H 


H 


propylamino 


4-aminobenzyl 


H 


H 


H 


propylamino 


3-aminobenzyl 


H 


H 


H 


propylamino 


4-dimethylaminobenzyl 


H 


H 


H 


propylamino 


3-dimethylaminobenzyI 


H 


H 


H 


propylamino 


4-carbamoylbenzyI 


H 


H 


H | 


propylamino 


3 -carbamoy lbenzy 1 


H 


H 


H 


propylamino 


4-methylcarbamoylbenzyi 


H 


H 


H 


propylamino 


3-methylcarbamoylbenzyl 


H 


H 


H 


propylamino 


4-cyanobenzyl 


H 


H 


H 


propylamino 


4-phenoxyb enzy 1 


H 


H 


H 


propylamino 


phenyl 


H 


H 


H ~ 


propylamino 


4-fluorophenyl 


H 


H 


H 


propylamino 


3-fluorophenyl 


H 


H 


H 


propylamino 


4-chlorophenyl 


H 


H 


H 


propylamino 


3-methoxyphenyl 


H 


H 


H 


propylamino 


3-hydroxyphenyl 


H 


H 


H 


propylamino 


4-methylphenyl 


H 


H 


H 


propylamino 


3-methyIphenyl 


H 


H 


H 


propylamino 


4-aminophenyl 


H 


H 


H 


propylamino 


3-aminophenyl 


H 


H 


H 


propylamino 


3 -dimeth ylaminopheny I 


H 


H 


H 


propylamino 


4-dimeth ylaminopheny 1 


H 


H 


H 


propylamino 


3-carbamoylphenyl 


H 


H 


H 


propylamino 


4-carbamoylphenyl 


H 


H 


H 


propylamino 


3-cyanophenyi 


H 


H 


H 


propylamino 


4-cyanophenyI 


H 


H 


H 


propylamino 


3-phenoxyphenyl 


H 


H 


H 


. propylamino 


4-phenoxyphenyl 


H 


H 


H 



Continued 



117 



R' 


R 5 


R 3 


Y 1 


Y 2 


propyl amino 


methyl 


H 


2-chloro 


H 


propylamino 


methyl 


H 


3-chloro 


n 


propyl ami no 


methyl 


H 


4-chloro 


H 


propylamino 


methyl 


H 


2-fluoro 




propylamino 


methyl 


H 


3-fluoro 


H 


propylamino 


methyl 


H 


4-fluoro 


H 


propylamino 


methyl 


H 


2-bromo 


n 


propylamino 


methyl 


H 


3-bromn 


H 


propylamino 


methyl 


H 


4-hromo 


u 

n 


propylamino 


methyl 


H 


2-nitro 


n 


propylamino 


methyl 


H 


3-nicro 


H 


propylamino 


methyl 


H 


4-nitro 


H 


propylamino 


methyl 


H 


2-methoxy 


H 


propylamino 


methyl 


H 


3-methoxy 


H 


propylamino 


methyl 


H 


4-methoxv 


H 


propylamino 


methyl * 


H 


2-chloro 


4-chl oro 


propylamino 


methyl 


H 


3-chloro 


4-chloro 


propylamino 


methyl 


H 


2-fluoro 


4-fluoro 


propylamino 


methyl 


H 


3-fluoro 


4-fluoro 


propylamino 


methyl 


H 


2-bromo 


4-bromo 


propylamino 


methyl 


H 


3-bromo 


4-bromo 


propylamino 


methyl 


H 


2-methoxy 


4-methoxy 


propylamino 


methyl 


H 


3-methoxy 


4-methoxy 


propylamino 


methyl 


H 


2-acetyl 


H 


propylamino 


methyl 


H 


3-acetyl 


H 


propylamino 


methyl 


H 


4-acetyl 


H 


propylamino 


methyl 


H 


2-benzoyl 


H . 


propylamino 


methyl 


H 


3-benzoyl 


H 


propylamino 


methyl 


H 


4-benzoyl 


H 


propylamino 


methyl 


H 


2-cyano 


H 


propylamino 


methyl 


H 


3-cyano 


H 


propylamino 


methyl 


H 


4-cyano 


H 


propylamino 


methyl 


H 


2-carbamoyl 


H 


propylamino 


methyl 


H 


3-carbamoyl 


H 


propylamino 


methyl 


H 


4-carbamoyl 


H 


propylamino 


methyl 


H 


2-dimethylcarbamoyl 


H 


propylamino 


methyl 


H 


3-dimethylcarbamoyl 


H 


propylamino 


methyl 


H 


4-dimethylcarbamoyl 


H 


propylamino 


methyl 


H 


2-methylcarbamoyl 


H 


propylamino 


methyl 


H 


3-methylcarbamoyl 


H 



Continued 



118 



K 


R 2 


R 3 

it 


1 


Y 2 


prop y 1 ami no 


methyl 


tj 


*r- nic u 1 y 1 t*<iiU oiiiuy 1 


u 
n 


propyl ami no 


meuiyi 


14 

ri 


^~rxicui(JAyt~ai uunyi 


TJ 

n 


propyl amino 


methyl 


rl 


^-mcuioxycaXDonyi 


n 


propylamino 


methyl 


T_T 


*f-meuiOAycarDonyi 


n 


propyl amino 


methyl 


u 
rl 


2 -ami no 


IT 

o 


propylamino 


methyl 


TJ 

rl 


.)-dIIUIlU 


T4 

n 


propylamino 


methyl 


H 


4-amino 


TJ 

rl 


propylamino 


methyl 


M 


z-mein yi cunin o 


ra 


propylamino 


methyl 


TJ 


3 -methyl ami no 


n 


propylamino 


methyl 


TJ 

rl 


**- me ui yi dmiri o 


14 

n 


propylamino 


methyl 


ri 


X.-LUIIIC in y i diiii ii u 


14 

n 


propylamino 


methyl 


TI 

n 


j-uimemyiamino 


TJ 

ri 


propylamino 


methyl 


14 

ra 


^-Cumemyiaiiiino 


TJ 

n 


propylamino 


methyl 


TJ 

rl 


z-iniiuoromemyi 


TJ 

ri 


propyl amino 


methyl 


n 


j-uiiiuoiuniem yi 


TJ 

n 


prop y 1 amino 


meuiyi 


TJ 

n 


fir i iiuuruiiic u i y i 


n 


propyiamino 


meuiyi 


n. 


^ iiuui uiiicuiyi 


H 

n 


prop y i amino 


meuiyi 


14 


iuui uiiicuiyi 


TJ 

n 


propyl amino 


meut yi 


n 


4-fl n nrnm Pth vl 


H 


pi \)y)y l alliiiiu 


mpth vl 


H 


2-hydroxy 


H 


JJI VJJjy idJJ-LLI 1U 


mpth vl 

IIlwUl jrl 


H 


3-h vdroxv 

II YylUA y 


H 


propyl amin o 


methyl 


H 


4-hydroxy 


H 


propylamino 


methyl 


H 


4-(4-fluorobenzoyl) 


H 


propylamino 


methyl 


H 


3-(4-fluorobenzoyI) 


H 


propylamino 


methyl 


H 


2-(4-fluorobenzoyl) 


H 


propylamino 


methyl 


H . 


4-(4-methylbenzoyl) 


H 


propylamino 


methvl 


H 


3-(4-methylbenzoyl) 


H 


propylamino 


methyl 


H 


2-(4-methylbenzoyI) 


H 


propylamino 


methyl 


H 


4-chloroacetyl 


H 


propyiamino 


methyl • 


H 


3-chloroaceryl 


H 


propylamino 


methyl 


H 


2-chloroacetyl 


H 


propylamino 


methyl 


H 


4-ethoxycarbonyl 


H 


propylamino 


methyl 


H 


3-ethoxycarbonyi 


H 


propylamino 


methyl 


H 


2-ethoxycarbonyl 


H 


propylamino 


methyl 


H 


4-carboxy 


H 


propylamino 


methyl 


H 


3-carboxy 


H 


propylamino 


methyl 


H 


2-carboxy 


H 


propylamino 


methyl 


H 


4-chloromethoxy 


H 


propylamino 


methyl 


H 


. 3-chloromethoxy 


H 


propylamino 


methvl 


H 


2-chloromethoxy 


H 



Continued 



119 



R 


R" 


R 3 


Y 1 


. Y J 


propylamino 


ethyl 


H 


2-chloro 


H 


propyl amino 


ethyl 


H 


3-chloro 


H 


propylamino 


ethyl 


H 


4-chloro 


H 


propylamino 


ethyl 


H 


2-fluoro 


H 


propylamino 


ethyl 


H 


3-fluoro 


H 


propylamino 


ethyl 


H 


4-fluoro 


H 


propylamino 


ethyl 


H 


2-bromo 


H 


propylamino 


ethyl 


H 


3-bromo 


H 


propylamino 


ethyl 


H 


4-bromo 


H 


propylamino 


ethyl 


H 


2-nitro 


H 


propylamino 


ethyl 


H 


3-nitro 


H 


propylamino 


ethyl 


H 


4-nitro 


H ! 


propylamino 


ethyl 


H 


2-methoxy 


H | 


propylamino 


ethyl 


H 


3-methoxy 


H 


propylamino 


ethyl 


H 


4-methoxy 


H 


propylamino 


ethyl 


H 


2-chloro 


4-chloro 


propylamino 


ethyl 


H 


3-chloro 


4-chloro 


propylamino 


ethyl 


H 


2-fluoro 


4-fluoro 


propylamino 


ethyl 


H 


3-fluoro | 


4-fluoro 


propylamino 


ethyl 


I H 


2-bromo 


4-bromo 


propylamino 


ethyl 


H 


3-bromo 


4-bromo 


propylamino 


ethyl 


H 


2-methoxy 


4-methoxy 


propylamino 


ethyl 


H 


3-methoxy 


4-methoxy 


propylamino 


ethyl 


H 


2-acetyl 


H 


propylamino 


ethyl 


H 


3-acetyl 


H 


propylamino 


ethyl 


H 


4-acetyl 


H 


propylamino 


ethyl 


H 


2-benzoyl 


H 


propylamino 


ethyl 


H 


3-benzoyl 


H 


propylamino 


ethyl 


H 


4-benzoyl 


H 


propylamino 


ethyl 


H 


2-cyano 


H 


propylamino 


ethyl 


H 


3-cyano 


H 


propylamino 


ethyl 


H 


4-cyano-~ 


h i 


propylamino 


ethyl 


H 


2-carbamoyl 


H 


propylamino 


ethyl 


H 


3 -carbamoyl 


H 


propylamino 


ethyl * 


H 


4 -carbamoyl 


H 


propylamino 


ethyl 


H 


2-dimeth ylcarb amoyl 


H 


propylamino 


ethyl 


H 


3-dimethylcarb amoyl 


H 


propylamino 


ethyl 


H 


4-dimethylcarb amoyl 


H 


propylamino 


ethyl 


H 


2-methylcarb amoyl 


H 


propylamino 


ethyl 


H 


3-methylcarb amoyl 


H 



Continued 



120 



R 1 


R 1 


R 3 


Y 1 


Y" 


propyl amino 


ethyl 


H 


4-meth vl carbamoyl 


H 


propyl ami no 


ethyl. 


H 


2-methoxycarbonyl 


H 


propyl amino 


ethyl 


H 


3-methoxycarbonyl 


H 


propyl amino 


ethyl 


H 


4-methoxycarbonyl 


H 


propyl amino 


ethyl 


H 


2-amino 


H 


nroovl amino 


ethyl 


H 


3 -amino 


H 


propyl amino 


ethyl 


H 


4-amino 


H 


nrot) vl amino 


ethyl 


H 


2-methyl amino 


H 


propyl amino 


ethvl 


H 


3-methylamino 


H 


prop yl amino 


ethyl 


H 


4-methylamino 


H 


propyl amino 


ethyl 


H 


2-dimethylamino 


H 


propyl amino 


ethyl 


H 


3-dimethylamino 


H 


propyl amino 


ethyl 


H 


4-dimethylamino 


H 


propylamine 


ethyl 


H 


2-trifluorometh yl 


H 


propyl amino 


ethyl 


H 


3-trifluoromethyl 


H 


Drop vl amino 


ethyl 


H 


4-trifluoromethyl 


H 


orop vl amino 


ethyl 


H 


2-fluoromethyl 


H 


propyl amino 


ethyl 


H 


3-fluoromethyl 


H 


propylamino 


ethyl 


H 


4-fluoromethyl 


H 


propyl amino 


ethyl 


H 


2-hydroxy 


H 


propylamino 


ethyl 


H 


3 -hydroxy 


H 


propylamino 


ethyl 


H 


4-hydroxy 


H 


propylamino 


ethyl 


H 


4-(4-fluorobenzoyl) 


H 


propylamino 


ethyl 


H 


3-(4-fhiorobenzoyl) 


H 


propylamino 


ethyl 


H 


2-(4-fiuoroben2oyl) 


H 


propylamino 


ethyl 


H 


4-(4-methylbenzoyl) 


H 


propylamino 


ethyl 


H 


3-(4-methylbenzoyl) 


H 


propylamino 


ethyl 


H 


2-(4-methylbenzoyl) 


H 


propylamino 


ethyl 


H 


4-chloroacetyl 


H 


propylamino 


ethyl 


H 


3-chloroacetyl 


H 


propylamino 


ethyl 


H 


2-chloroacetyl 


H 


propylamino 


ethyl 


H 


4-ethoxycarbonyl 


H 


propylamino 


ethyl 


H 


3-ethoxycarbonyl 


H 


. propylamino 


ethyl 


H 


2-ethoxycarbonyl 


H 


propylamino 


ethyl 


H 


4-carboxy 


H 


propylamino 


ethyl 


H 


3-carboxy 


H 


propylamino 


ethyl 


H 


2-carboxy 


H 


propylamino 


ethyl 


H 


4-chloromethoxy 


H 


propylamino 


ethyl 


H 


3-chloromethoxy 


H 


propylamino 


ethyl 


H 


2-chloromethoxy 


1 H 



Continued 



121 



R 


R 


R 3 


Y 1 


Y S 


propyl amino 


propyl 


H 


2-chloro 


H 


propyl amino 


propyl 


H 


3-chloro 


H 


propyl amino 


propyl 


H 


4-chloro 


H 


propyl amino 


propyl 


H 


2-fluoro 


H 


propyl amino 


propyl 


H 


3-fluoro 


H 


propyl amino 


propyl 


H 


4-fluoro 


H 


propylamino 


propyl 


H 


2-bromo 


H 


propylamine 


propyl 


H 


3-bromo 


H 


propylamino 


propyl 


H 


4-bromo 


H 


propylamino 


propyl 


H 


2-nitro 


H 


propylamino 


propyl 


H 


3-nitro 


H 


propylamino 


propyl 


H 


4-nitro 


H 


propylamino 


propyl 


H 


2-methoxy 


H 


propylamino 


propyl 


H 


3-methoxy 


H 


propylamino 


propyl 


H 


4-methoxy 


H 


propylamino 


propyl 


H 


2-chloro 


4-chloro 


propylamino 


propyl 


H 


3-chloro 


4-chloro 


propylamino 


propyl 


H 


2-fluoro 


4-fluoro 


propylamino 


propyl 


H 


3-fluoro 


4-fluoro 


propylamino 


propyl 


H 


2-bromo 


4-bromo 


propylamino 


propyl 


H 


3-bromo 


4-bromo 


propylamino 


propyl 


H 


2-methoxy 


4-methoxy 


propylamino 


propyl 


H 


3-methoxy 


4-methoxy 


propylamino 


propyl 


H 


2-acetyl 


H 


propylamino 


propyl 


H 


3-aceryl 


H 


propylamino 


propyl 


H 


4-acetyl 


H 


propylamino 


propyl 


H 


2-benzoyl 


H 


propylamino 


propyl 


H 


3-benzoyl 


H 


propylamino 


propyl 


H 


4-benzoyl 


H 


propylamino 


propyl 


H 


2-cyano 


H 


propylamino 


propyl 


H 


3-cyano 


H 


propylamino 


propyl 


H 


4-cyano 


H 


propylamino 


propyl 


H 


2-carbamoyl 


H 


propylamino 


propyl 


H 


3-carbamoyl 


H 


propylamino 


propyl 


H 


4-carbamoyl 


H 


propylamino 


propyl 


H 


2-dimethylcarbamoyl 


H 


propylamino 


propyl 


H 


3-dimethylcarbamoyl 


H 


propylamino 


propyl 


H 


4-dimethylcarbamoyl 


H 


propylamino 


propyl 


H 


2-methylcarbamoyl 


H 


propylamino 


propyl 


H 


3-methylcarbamoyl 


H 



Continued 



122 



R' 




R J 


Y 


Y 2 


propyl arain o 


DTOOVl 


H 


4-methylcarbamoyl 


H 


propyl amino 


oroDvl 


H 


2-methoxycarbony! 


H 


propyl amino 


DroDvl 


H 


3-methoxycarbonyl 


H 


propyl amino 


DrODVl 


H 


4-methoxycarbonyl 


H 


propyl amino 


DroDvl 


H 


2 -ami no 


H 


propyl amino 


orODvl 


H 


3 -amino 


H 


propyl amino 


oroovl 


H 


4- ami no 


H 


prop yl amino 


nroDVl 


H 


2 -methyl ami no 


H 


propyl amino 


Droovl 


H 


3-methylamino 


H 


propylamino 


DrODVl 


H 


4-methylamino 


H 


DroDvl amino 


DroDvl 


H 


2-dimethylamino 


H . 


propyl amino 


DrODVl 


H 


3-dimethylamino 


H 


propyl amino 


DrODVl 


H 


4-dimethylamino 


H 


prop yl amino 


propyl 


H 


2-trifluoromethyl 


H 


propylamino 


propyl 


H 


3- trifluorometh yl 


H 


propyl amino 


propyl 


H 


4-crifluoromethyl 


H 


propylamino 


propyl 


H 


2-fluoromethyl 


H 


propylamino 


propyl 


H 


3-fluoromethyl 


H 


propylamino 


propyl 


H 


4-fluoromethyl 


H 


propylamino 


propyl 


H 


2-hydroxy 


H 


propylamino 


propyl 


H 


3-hydroxy 


H 


propylamino 


propyl 


H 


4-hydroxy 


H 


propylamino 


propyl 


H 


4-(4- fluorob enzoyl) 


H 


propylamino 


propyl 


H 


3-(4-fluorobenzoyI) 


H 


propylamino 


propyl 


H 


2-(4-fluorobenzoyI) 


H 


propylamino 


propyl 


H 


4-(4-methyIbenzoyl) 


H 


propylamino 


propyl 


H 


3-(4-methylbenzoyl) 


H 


propylamino 


propyl 


H | 


2- (4-meth yl b enzoyl ) 


H 


propylamino 


propyl 


H 


4-chloroacetyl 


H 


propylamino 


propyl 


H 


3-chloroacetyl 


H 


propylamino 


propyl 


H 


2-chloroacetyl 


H 


propylamino 


propyl 


H 


4-ethoxycarbonyl 


H 


propylamino 


propyl 


* H 


3-ethoxycarbonyl 


H 


propylamino 


propyl 


H 


2-ethoxycarbonyl 


H 


propylamino 


propyl 


H 


4-carboxy 


H 


propylamino 


propyl 


H 


3-carboxy 


H 


propylamino 


propyl 


H 


2-carboxy 


H 


propylamino 


propyl 


H 


4-chloromethoxv 


H 


propylamino 


propyl 


H 


3-chloromethoxy 


H 


propylamino 


propyl 


H 


2-chloromethoxy 


H 



Continued 



123 



R ] 


R 2 




Y 1 


Y 1 


nronvl amino 


butyl 




2-chloro 


u 
n 


oroovlamino 


butyl 


H 


3-chloro 

<J will \J k \J 


ii 


nronvl amino 


butyl 


H 


4.-fhlnrn 

vlUUlU 


n 


propyl ami no 


butyl 


H 


2-fluoro 

dm 1JU \Jl \J 


ri 


propyl amino 


butyl 


H 


3-fluoro 


jn 


DTOovlamino 


butyl 


H 




u 
n 


Droovl amino 


butyl 


H 


9-hromn 


n 


r>nrnvl am inn 


butyl 




-hrorn r\ 

J'UIUIUU 


n 


nronvl amino 

L/ A T* till J W 


hurvl 


H 


*r \JL (JLH\J 


u 
ri 


n ron vl am i n o 


butyl 


H 


2-nitro 


n 


nronvl amino' 


butyl 


H 


3-nitro 


n 


propyl ami no 


butyl 


H 


4-nitro 


jj 


nronvl amino 


butyl 


H 


m- UlvUI vAj 


n 


propyl amino 


butyl 


H 


— > lllbulvA Y 


H 
ri 


propyl amino 


butyl 


H 


4-methoxv 




propyl amino 


butyl 


H 


2-chloro 




propyl amino 


butyl 


H 


3-chloro 


4-phlorn 

^ Will WI 


propylamino 


butyl 


H 


2-fluoro 


4— fluoro 


propyl amino 


butyl 


H 


3-fluoro 


4-fluoro 


propylamino 


butyl 


H 


2-bromo 


4-bromo 


propylamino 


butyl 


H 


3-bromo 


4-bromo 


propylamino 


butyl 


H 


2-methoxy 


4-methoxy 


propylamino 


butyl 


H 


3-methoxy 


4-methoxy 


propylamino 


butyl 


H 


2-acetyl 


H 


propylamino 


butyl 


H 


3-acetyl 


H 


propylamino 


butyl 


H 


4-aceryl 


H 


propylamino 


butyl 


H 


2-benzoyl 


H 


propylamino 


butyl 


H 


3 -benzoyl 


H 


propylamino 


butyl 


H 


4-benzoyl 


H 


propylamino 


butyl 


H 


2-cyano 


H 


propylamino 


butyl 


H 


3-cyano 


H 


propylamino 


butyl 


H 


4-cyano 


H 


propylamino 


butyl 


H 


2-carbamoyl 


H 


propylamino 


butyl 


H 


3 -carbamoyl 


H 


propylamino 


butyl 


H 


4-carbamoyl 


H 


propylamino 


butyl 


H 


2-dimethylcarbamoyl 


H 


propylamino 


butyl 


H 


3-dimethylcarbamoyl 


H 


propylamino 


butyl 


H 


4-dimethyl carbamoyl 


H 


propylamino 


butyl 


H 


2-methylcarbamoyl 


H 


propylamino 


butyl 


H 


3-methylcarbamoyl 


H 



Continued 



124 



R 1 


R 2 

In. 


R 3 

In 


Y 1 


V 3 

X 


prop yi aiiiinu 


uutyi 


n 


me ui yicaxu amoyi 


14 

rl 


" I y 


butyl 


n 


i-me in oxycarDonyj 


IT 

ri 


prop y i amm o 


butyl 


n 


3 -methoxycarbonyl 


TT 

rl 


propyl ami no 


butyl 


n 


4-mcthoxy carb onyl 


TT 

rl 


prop y l amino 


butyl 


n 


2- amino 


T T 

H 


propyl amino 


butyl 


TT 

n 


j-oiniiio 


TT 

rl 


prop y i auu no 


Duuyi 


n 


**-amxno 


TT 

rl 


propyiamino 


butyl 


n 


2 -methyl arm no 


TT 

rl 


propyl ami no 


butyl 


Jrl 


3 -meth ylami no 


TT 

rl 


propyl amino 


butyl 


W 

n 


4-meth y 1 ammo 


T4 

n 


propyl amino 


oucyi 


ri 


ZHairneLnyiamiTio 


TT 

rl 


propyiaroino 


ouryi 


n 


3 -dim em yl amino 


ri 


prop yl amino 


uuiyi 


14 


4-dimcth ylammo 


TT 

rl 


propyiamino 


butyl 


n 


2-trifluoromethyl 


TT 

rl 


prop yi di ill nu 


uuiyi 


u 
n 


o -in 11 uorom em y i 


14 
rl 


pujpyiaiimnj 




o 


A tii fiiirtrnmatni/l 

*T _ u. in uui umciuy i 


n 


ttttmtvI ami no 


butyl 


H 


i. 1 1 uuroiiiwUi y i 


T4 
n 






n 


D llUUItJIllCLIiyi 


TJ 

n 


nronvl am i n n 


butyl 


H 




74 
n 


nrnnvl amino 


butyl 


H 


9-hvHrnYu 


14 


nrnnvlaminn 


butyl 


H 


^•hvHrnYV 
— ' 11 _y u-i uaj 




propyiamino 


butyl 


H 


4-hydroxy 


H 


propyiamino 


butyl 


H 


4-(4-fl uorobenzo yl ) 


H 


propyiamino 


butyl 


H 


3-(4-fluorobenzoyl) 


H 


propyiamino 


butyl 


H 


2-(4-fluorobenzoyI) 


H 


propyiamino 


butyl 


H 


4-(4-methylbenzoyl) 


H 


propyiamino 


butyl 


H 


3-(4-methylbenzoyl) 


H 


propyiamino 


butyl 


H 


2-(4-methylbenzoyI) 


H 


propyiamino 


butyl 


H 


4-chloroacetyl 


H 


propyiamino 


butyl 


H 


3-chloroacetyl 


H 


propyiamino 


butyl 


H 


2-chloroacetyl 


H 


propyiamino 


butyl 


H 


4-ethoxycarbonyl 


H 


propyiamino 


butyl 


H 


3-eth oxycarbonyl 


H 


propyiamino 


butyl 


H 


2-ethoxycarbonyl 


H 


propyiamino 


butyl 


H 


4-carboxy 


H 


propyiamino i 


butyl 


H 


3-carboxy 


H 


propyiamino 


butyl 


H 


2-carboxy 


H 


propyiamino 


butyl 


H 


4-chIoromethoxv 


H 


propyiamino 


butyl 


H 


3-chloromethoxy 


H 


propyiamino 


butyl 


H 


2-chloromethoxy 


H 



Continued 



125 



R 


T ztj 

R" 


R 3 


Y 1 


Y 2 


propylamino 


benzyl 


H 


2-chloro 


H 


propyl amino 


benzyl 


H 


3-chloro 


H 


propylamino 


benzyl 


H 


4-chloro 


_ H 


propylamino 


benzyl 


H 


2-fluoro 


H 


propylamino 


benzyl 


H 


3-fluoro 


H 


propylamino 


benzyl 


H 


4-fluoro 


H 


propylamino 


benzyl 


H 


2-bromo 


H 


propylamino 


benzyl 


H 


3-bromo 


H 


propylamino 


benzyl 


H 


4-bromo 


H 


propylamino 


benzyl 


H 


2-nitro 


H 


propylamino 


benzyl 


H 


3-nitro 


H 


propylamino 


benzyl 


H 


4-nitro 


H 


propylamino 


benzyl 


H 


2-methoxy 


H 


propylamino 


benzyl 


H 


3-methoxy 


H 


propylamino 


benzyl 


H 


4-methoxy 


H 


propylamino 


benzyl 


H 


2-chloro 


4-chloro 


propylamino 


benzyl 


H 


3-chloro 


4-chloro 


propylamino 


benzyl 


H 


2-fluoro 


4-fluoro 


propylamino 


benzyl 


H 


3-fluoro 


4-fluoro 


propylamino 


benzyl 


H 


2-bromo 


4-bromo 


propylamino 


benzyl 


H 


3-bromo 


4-bromo 


propylamino 


benzyl 


H 


2-methoxy 


4-methoxy 


nrnn vl a m i t\ rs 
pi \ty j i cUiili l\J 




u 
n 


3-methoxy 


4-methoxy 


propylamino 


benzyl 


H 


2-acetyl 


H 


propylamino 


benzyl 


H 


3 -acetyl 


H 


propylamino 


benzyl 


H 


4-acetyI 


H 


propylamino 


benzyl 


H 


2-benzoyl 


H 


propylamino 


benzyl 


H 


3 -benzoyl 


H 


propylamino 


benzyl 


H 


4-benzoyl 


H 


propylamino 


benzyl 


H 


2-cvano 


H 


propylamino 


benzyl 


H 


3-cyano 


H 


propylamino 


benzyl 


H 


4-cyano 


H 


propylamino 


benzyl 


H 


2-carbamoyl 


H 


propylamino 


benzyl 


H 


3-carbamoyl 


H 


propylamino 


benzyl 


H 


4-carbamoyl 


H 


propylamino 


benzyl j 


H 


2-dimethvlcarbamoyl 


H 


propylamino 


benzyl 


H 


3-dimethyl carbamoyl 


H 


propylamino 


benzyl 


H 


4-dimethylcarbamoyl 


H 


propylamino 


benzyl 


H 


2-methylcarbamoyl 


H 


propylamino 


benzyl 


H 


3-methylcarbamoyl 


H 



Continued 



126 



, 

R 


" — «2 
R 


D 3 

R 


Y 


V 2 

i 


propylamine) 


benzyl 


T T 

H 


4-me th y 1 carb amoy 1 


TT 

ri 


propyl amino 


benzyl 


T T 
H 


2-methoxycarbonyl 


u 
rl 


propyl amino 


benzyl 


TT 
H 


3 -me th oxy carbony 1 


TT 

rl 


propylamino 


benzyl 


TT 
H 


4-methoxycarbonyl 


rl 


propyl amino 


benzyl 


' H 


2 -amino 


TT 

H 


propylamino 


benzyl 


H 


3 -ami no 


IT 

rl 


propylamino 


benzyl 


H 


4-amino 


TT 

H 


propylamino 


benzyl 


T T 

H 


2-meihyl amino 


¥ T . 

M 


propylamino 


benzyl 


H 


3 -meth yl amino 


IT 

H 


propylamino 


benzyl 


H 


4-methylamino 


TT 

rl 


propylamino 


benzyl 


H 


2-dimethylamino 


TT 

rl 


propylamino 


benzyl _j 


T T 

H 


3-dimethylamino 


TT 

M 


propylamino 


benzyl 


T T 

H 


4-dimethylamino 


TT 

rl 


propylamino 


benzyl 


TT 

H 


2-trifluorometh yl 


u 


propylamino 


benzyl 


T T 

H 


3- tri fluoromethyl 


TT 
H 


propylamino 


benzyl 


IT 

H 


4— trifluoromethyl 


ri 


propylamino 


benzyl 


TT 

rl 


2-fluorometh yl 


TT 

rl 


propylamino 


benzyl 


TT 

rl 


3 -fluoromethyl 


TT 

rl 


propylamino 


oenzyi 


TJ 

rl 


4-fluorometh y 1 


TT 

rl 


propylamino 


benzyl 


tj 
n 


^■iiyurijAy 


u 
n 


propyl amin o 


oenzyi 


n 


_> ii y ur li Ay 


n 


nmnvl amino 
yjl\j\jy tat J tlilv 


hen.7vl 


H 


4-hydroxy 


H 


propylamino 


benzyl 


H 


4- (4- fl u orob enzo yl) 


H 


propylamino 


benzyl 


H 


3-(4-fluorobenzoyl) 


H 


propylamino 


benzyl 


H 


2-(4-fluorobenzoyl) 


H 


propylamino 


benzyl 


H 


4-(4-methylbenzoyl) 


H 


propylamino 


benzyl 


H 


3-(4-methylbenzoyl) 


H 


propylamino 


benzyl 


H 


2-(4-methylbenzoyl) 


H 


propylamino 


benzyl . 


H 


4-chloroacetyl 


H 


propylamino 


benzyl 


H 


3-chloroacetyl 


H 


propylamino 


benzyl 


H 


2-chloroacetyl 


H 


propylamino 


benzyl 


H 


4-ethoxycarbonyl 


H 


propylamino 


benzyl 


H 


3 -ethoxycarbon y 1 


H 


propylamino 


benzyl 


H 


2-ethoxycarbonyl 


H 


propylamino 


benzyl 


H 


4-carboxy 


H 


propylamino 


benzyl 


H 


3-carboxy 


H 


propylamino 


benzyl 


H 


2-carboxy 


H 


propylamino 


benzyl 


H 


4-ch loromethoxy 


H 


propylamino 


benzyl 


H 


3-chloromethoxy 


H 


propylamino 


benzyl 


H 


2-chloromethoxy 


H 



Continued 



127 



R 1 


R 2 


R 3 


Y l 


Y 2 


propylamino 


cyclohexylmethyl 


H 


3-chloro 


H 


propylamino 


cycl ohexylmethyl 


H 


3-chloro 


H 


propylamino 


cyclohexylmethyl 


H 


4-chloro 


H 


propylamino 


cyclohexylmethyl 


H 


2-fluoro 


H 


propylamino 


cyclohexylmethyl 


H 


3-fluoro 


H 


propylamino 


cycl ohexylmeth yl 


H 


4-fluoro 


H 


propylamino 


cyclohexylmethyl 


H 


2-bromo 


H 


propylamino 


cyclohexylmethyl 


H 


3-bromo 


H 


propylamino 


cyclohexylmethyl 


H 


4-bromo 


H 


propylamino 


cyclohexylmethyl 


H 


2-nitro 


H 


propylamino 


cyclohexylmethyl 


H 


3-nitro 


H 


propylamino 


cycl ohexylmethyl 


H 


4-nitro 


H 


propylamino 


cyclohexylmethyl 


H 


2-methoxy 


H 


propylamino 


cycl ohexylmethyl 


H 


3-methoxy 


H 


propylamino 


cyclohexylmethyl 


H 


4-methoxy 


H 


propylamino 


cyclohexylmethyl 


H 


2-chloro 


4-chloro 


propylamino 


cycl ohexylmethyl 


H 


3-chloro 


4-chloro 


propylamino 


cyclohexylmethyl 


H 


2-fluoro 


4-fluoro 


propylamino 


cyclohexylmethyl . 


H 


3-fluoro 


4-fluoro 


propylamino 


cyclohexylmethyl 


H 


2-bromo 


4-bromo 


propylamino 


cyclohexylmethyl 


H 


3-bromo 


4-bromo 


propylamino 


cyclohexylmethyl 


H 


2-methoxy 


4-methoxy 


propylamino 


cyclohexylmethyl 


H 


3-methoxy 


4-methoxy 


propylamino 


cyclohexylmethyl 


H 


2-acetyl 


H 


propylamino 


cyclohexylmethyl 


H 


3-acetyl 


H 


propylamino 


cyclohexylmethyl 


H 


4-acetyl 


H 


propylamino 


cyclohexylmethyl 


H 


2-benzoyI 


H 


propylamino 


cyclohexylmethyl 


H 


3-benzoyl 


H 


propylamino 


cyclohexylmethyl 


H 


4-benzoyl 


H 


propylamino 


cyclohexylmethyl 


H 


2-cyano 


H 


propylamino 


cyclohexylmethyl 


H 


3-cyano 


H 


propylamino 


cyclohexylmethyl 


H 


4-cyano 


H 


propylamino 


cyclohexylmethyl 


H 


2-carbamoyl 


H 


propylamino 


cyclohexylmethyl 


H 


3-carbamoyl 


H 


propylamino 


cyclohexylmethyl 


H 


4-carbamoyl 


H 


propylamino 


cyclohexylmethyl 


H 


2-dimethylcarbamoyl 


H 


propylamino 


cyclohexylmethyl 


H 


3-dimethylcarbamoyl 


H 


propylamino 


cyclohexylmethyl 


H 


4-dimeth yl carbamoyl 


H 


propylamino 


cyclohexylmethyl 


H 


2-rnethyl carbamoyl 


H 


propylamino 


cyclohexylmethyl 


H 


3-meth yl carbamoyl 


H 



Continued 



128 





R J 


R 3 


Y 1 


Y 2 


propyl amino 


cycl oh ex ylm ethyl 


H 


4-m ethyl carbamoyl 


H 


nronvl amino 


cvclohexvlmethvl 


H 


2 - meth o x vcarb on vl 

^ lilWUJVA T wtti VV1« Tl 


H 


nronvl ami no 


c y cl oh ex y lm eth y 1 


H 


3 -me th oxy carb ony I 


H 


nronvl amino 


c vcl oh ex vlmeth vl 


H 


4-methoxvcarhonvl 


H 


nronvl amino 


cycl oh ex y lmeth y 1 


H 


2-amino 


H 


nronvl amino 


cycl oh ex ylmeth yl 


H 


3 -amino 


H 


nroTivl smino 


c vcl ohex vlmeth vl 


H 


4— amino 

■ Willi il\J 


H 

A X 


r» mn vl 3 m i n o 


cvclohexvlmethvl 

w T vl wl IwA TLU1WUI Jrl 


H 


2-methvl amino 


H 


nrnnvl amino 


c vcl ohex vlmeth vl 


H 


3-m.ethvlamino 


H 


nronvl amino 


cycl oh ex ylm eth yl 


H 


4— m e th vl ami n o 

IliWyiTI Willi 1 L\J 


H 


nronvl amino 


cvclohexvlmethvl 


H 


2- dime th y lami n o 


H 


nronvl amino 


c vcl ohex vlmeth vl 


H 


3-dimeth vlami no 

— ' Mill lv UIJT AC 4 1 i 1 1 A A\y 


H 


nronvl amino 


cvclohexvlmethvl 


H 


4-dimethylami no 


H 


nronvl ami no 


cy clohex ylmeth y 1 


H 


2-tri flu orometh yl 


H 


propyl amino 


cycl ohexy lmeth yl 


H 


3-triflu orometh yl 


H 1 


propyl amino 


cycl o hexy lmeth yl 


H 


4-tri fluoromethyl 


H 


propyl Amino 


c vcl ohex ylmeth yl 


H 


2 -fluoromethyl 


H 


propyl amino 


cycl ohex ylmeth yl 


H 


3 -fluoromethyl 


H 


Droovl amino 


cyclohexylmethyl 


H 


4-fluoromethyl 


H 


propylamino 


cycl ohexy lmeth yl 


H 


2-hydroxy 


H 


propyl amino 


cyclohexylmethyl 


H 


3 -hydroxy 


H 


propylamino 


cyclohexylmethyl 


H 


4-hydroxy 


H 


propylamino 


cyclohexylmethyl 


H 


4-(4-fluorobenzoyI) 


H 


propylamino 


cyclohexylmethyl 


H 


3-(4-fluorobenzoyl) 


H 


propylamino 


cyclohexylmeth yl 


H 


2-(4-fluorobenzoyl) 


H 


propylamino 


cyclohexylmethyl 


H 


4-(4-meth ylbenzoyl) 


H 


propylamino 


cyclohexylmethyl 


H 


3-(4-methylbenzoyl) 


H 


propylamino 


cyclohexylmethyl 


H 


2-(4-methylbenzoyl) 


H 


propylamino 


cyclohexylmethyl 


H 


4-chloroacetyl 


H 


propylamino 


cyclohexylmethyl 


H 


3-chloroacetyl 


H 


propylamino 


cyclohexylmethyl 


H 


2-chloroacetyl 


H 


propylamino 


cyclohexylmethyl 


H 


4-ethoxycarbonyl 


H 


propylamino 


cyclohexylmethyl 


H 


3-ethoxycarbonyl 


H 


propylamino 


cyclohexylmethyl 


H 


2-ethoxycarbonyl 


H 


propylamino 


cyclohexylmethyl 


H 


4-carboxy 


H 


propylamino 


cyclohexylmethyl 


H 


3-carboxy 


_ H 


propylamino 


cyclohexylmethyl 


H 


2 -carb oxy 


H 


propylamino 


cyclohexylmethyl 


H 


4-chloromethoxy 


H 


propylamino 


cyclohexylmethyl 


H 


3-chloromethoxy 


H 


propylamino 


cyclohexylmethyl 


H 


2-chloromethoxy 


H 



Continued 



129 



R 1 


R' 


R j 


Y 1 


Y 


propylamine 


! 2-methoxyethyl 


H 


3-chloro 


H 


propyl amino 


2-methoxyethyl 


H 


3-chloro 


H 


propyl amino 


2-methoxyethyl 


H 


4-chloro 


H 


propyl ami no 


2-methoxyethyl 


H 


2-fluoro 


H 


propyl amino 


2-methoxyethyl 


H 


3-fluoro 


H 


propyl amino 


2-methoxyethyl 


H 


4-fluoro 


H 


propylamino 


2-methoxyethyl 


H 


2-bromo 


H 


propyl amino 


2-methoxyethyl 


H 


3-bromo 


H 


propylamino 


2-methoxyethyl 


H 


4-bromo 


H 


propylamino 


2-methoxyethyl 


H 


2-mtro 


H 


propylamino 


2-methoxyethyl 


H 


3-nitro 


H 


propylamino 


2-methoxyethyl 


H 


4-nitro 


H 


propylamino 


2-methoxyeth yl 


H 


2-methoxy 


H 


propylamino 


2-methoxyethyl 


H 


3-methoxy 


H 


propylamino 


2-methoxyethyl 


H 


4-methoxy 


H 


propylamino 


2-methoxyethyl 


H 


2-chloro 


4-chloro 


propylamino 


2-methoxyethyl 


H 


3-chloro 


4-chloro 


propylamino 


2-methoxyeth y I 


H 


2-fluoro 


4-fluoro 


propylamino 


2-methoxyethyl 


H 


3-fluoro 


4-fluoro j 


propylamino 


2-methoxyethyl 


H 


2-bromo 


4-bromo 


propylamino 


2-methoxyethyl 


H 


3-bromo 


4-bromo 


propylamino 


2-methoxyethyl 


H 


2-methoxy 


4-methoxy 


propylamino 


2-methoxyethyl 


H 


3-methoxy 


4-methoxy 


propylamino 


2-methoxyethyl 


H 


2-acetyl 


H 


propylamino 


2-methoxyethyl 


H 


3-acetyl 


H 


propylamino 


2-methoxyethyl 


H 


4-acetyl 


H 


propylamino 


2-methoxyethyl 


H 


2-benzoyl 


H 


propylamino 


2-methoxyethyl 


H 


3-benzoyl 


H 


propylamino 


2-methoxyethyl 


H 


4-benzoyl 


H 


propylamino 


2-methoxyethyl 


H 


2-cyano 


H 


propylamino 


2-methoxyethyl 


H 


3-cvano 


H 


propylamino 


2-methoxyethyl 


H 


4-cyano 


H 


propylamino 


2-methoxyethyl 


H 


2-carbamoyl 


H 


propylamino 


2-methoxyethyl 


H 


3-carbamoyl 


H 


propylamino 


2-methoxyethyl 


H 


4- carbamoyl 


H 


propylamino 


2-methoxyethyl 


H 


2-dimethylcarbamoyl 


H 


propylamino 


2-methoxyethyl 


H 


3-dimethylcarbamoyl 


H 


propylamino 


2-methoxyethyl 


H 


4-dimeth yl carbamoyl 


H 


propylamino 


2-methoxyethyl 


H * 


2-methylcarbamoyl 


H 


propylamino 


2-methoxyethyl 


H 


3 -methyl carbamoyl 


H 



Continued 



130 



R 1 


R 2 


R J 


i 


x 


ntrvn vl ami nn 
pi wp yi oiiujiu 


niwuiuAy&uiyi 


H 


H-uUCuiyiL»dXUaIlaOyi 


t_j 

n 


oroo vl ami no 

pi wJJ jr i OllUJlU 


0 .mpfh nwpthvl 
z. lucunjAycuiyi 


! H 


^-uicuiOAycarDonyi 


T_T 

rl 


ntnnvl Ami no 

pi 1 Jr 1 1 1 1 in i 


x ixicui uaj cuiy i 




j-LLicuiuAycdruunyj 


u 
rl 


ofot^v! ami no 
piupyiaiiiiiiu 


£ uicuiuAycui yi 


u 
n 


4-methoxycarbonyl 


rl 


piupyiaiiiiiiu 


z.-incuiuAycuiyi 


n 


z- ami no 


TJ 

M 


nmnvlaminn 


£— lucuiuAycuiyi 


tj 
li 


! J -ami HO 


TJ 
M 


nrnnvl ami no 

pi upyj auuiiu 


i-incLiiUAycLiiyi 


jn 


H-aniino 


TJ 


pi upy i cuiiiiiu 


-t. LucuiuAycmy i 


TJ 
n 


2 -methyl amino 


M 


tttoti vl ami no 
piupyiaiiiiiiu 


z.— iiicuiuAyciJiyi 


tj 
n 


3 -methyl amino 


TJ 

H 


nfrtfivl ami no 
piupyiaiiiiiiu 


0 _tti h nYVPtht/1 
lllCUILIAyCUiyi 


TJ 
n 


4 -methyl ammo 


TJ 

rl 


nmnvl ami no 


'J-mpth oYVPthvl 
a, lucuiuAycuiy i 


jn 


z-uim&myiamino 


TJ 


nrntivl ami n o 
piupyiauu.uu 


x. iiicuuja ycuiy x 


JTl 


j>- tume in y lami no 


TJ 

rl 


nrnnvl ami no 
pi u p y i o 1 1 jj tiu 


9«mpthn w^thvl 
iiicuiuAyGuiyi 


H 


h— uimcui yioiiiino 


rl 


rirOTivl amino 
pi upyiouuiiu 


x, lucuiu Aycuiyi 


u 

JTl 


^- un iiuorometn y i 


TJ 

rl 


nrnnvl amino 


9-mpthoYVf»th vl 

Ai illbUlUAV WUIJ 1 


H 


j-uinuoromcuiyi 


rl 


■nrfyovl amino 

pujpy ituiui iij 


2-mftthoYveth vl 


tj 
n 


_ w< fin nr*jnm at n in 

*T-cn iiuurome in yi 


T_T 

n 


nro*n vl arni no 


2-meth ox vethvl 


H 


7 — fl 1 1 orom pth vl 

uuicinyi 


n 


DroDvl amino 


2-meth ox vethvl 

^ lllwUlV/A Twill V i 


H 


X _f| lioroYn p t"h vl 
j'liuui uiucuiyi 


H 
n 


DroDvl amino 


2-meth oxyethyl 


H 


d.-fliiorompthvl 
fiiuui uiiicuiyi 


TJ 

ri 


propyl ami no 


2-meth oxyethyl 


H 


2-h vrfroxv 

1 1 y ui W A jr 


H 


propyl ami no 


2-methoxyethyi 


H 


3-hvdroxv 




propylamino 


2-meihoxyethyl 


H 


4-hydroxy 


H 


propyl amino 


2-meth oxyethyl 


H 


4-(4-fluorobenzoyI) 


H 


propylamino 


2-meth oxyethyl 


H 


3-(4-fhiorobenzoyl) 


H 


propylamino 


2-meth oxyethyl 


H 


2-(4-fluorobenzoyl) 


H 


propylamino 


2-methoxyethyl 


H 


4-(4-meth ylbenzoyl) 


H 


propylamino 


2-methoxyethyl 


H 


3-(4-methylbenzoyl) 


H 


propylamino 


2-methoxyethyl 


H 


2-(4-methylbenzoyl) 


H 


propylamino 


2-methoxyethyl 


H 


4-chloroacetyl 


H 


propylamino 


2-methoxyethyl 


H 


3-chloroacetyl 


H 


propylamino 


2-methoxyethyl 


H 


2-chloroacetyl 


H 


propylamino 


2-methoxyethyl 


H 


4-ethoxycarbonyl 


H 


propylamino 


2-methoxyethyl 


H 


3-ethoxycarbonyl 


H 


propylamino 


2-methoxyethyl 


H 


2-ethoxycarbonyI 


H 


propylamino 


2-methoxyethyl 


H 


4-carboxy 


H 


propylamino 


2-methoxyethyl 


H 


3-carboxy 


H 


propylamino 


2-methoxyethyl 


H 


2-carboxy 


H 


propylamino 


2-methoxyethyl 


H 


4-chloromethoxy 


H 


propylamino 


2-methoxyethyl 


H 


3-chioromethoxy 


H 


propylamino 


2-methoxyethyl 


H 


2-chloromethoxy 


H 



Continued 



{ 

! 



131 



R 1 


R 2 


R 3 


Y 1 


Y 2 


1-piperazinyl 


H 


H 


H 


H 


1 -pyrrol idinyl 


methvl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


ethyl 


H 


H 


H 


1 -piperazinyl 


propyl 


H 


H 


H 


1 -pyrrol idinyl 


methylethyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


butyl 


H 


H 


H 


1 -piperazinyl 


1-methylpropyl 


H 


H 


H 


1 -pyrrol idinyl 


2-methylpropyi 


H 


H 


H 


1 -pyrrolidinylmethylamino 


dimethylethyl 


H 


H 


H 


1-piperazinyl 


pentyl 


H 


H 


H 


1 -pyrrol idinyl 


1-methylbutyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


2-methylbutyl 


H 


H 


H 


1-piperazinyl 


1 , 1 -dimethylpropyl 


H 


H 


H 


1 -pyrrolidinyl 


1 ,2-dimethylpropyI 


H 


H 


H 


1 -pyrrolidinylmethylamino 


2,2-dimethylpropyl 


H 


H 


H 


1-piperazinyl 


hexyl 


H 


H 


H 


1 -pyrrolidinyl 


1 -methylpentyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


2-methyipentyl 


H 


H 


H 


1-piperazinyl 


3 -methylpentyl 


H 


H 


H 


1 -pyrrolidinyl 


4-methylpentyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


1,1-dimethylbutyl 


H 


H 


H 


1-piperazinyl 


1,2-dimethylbutyl 


H 


H 


H 


1 -pyrrolidinyl 


1 , 3-dimethylbutyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


2,2-dimethylbutyl 


H 


H 


H 


1-piperazinyl 


2,3-dimethylbutyl 


H 


H 


H j 


1 -pyrrolidinyl 


3,3-dimethylbutyi 


H 


H 


H 


1 -pyrrolidinylmethylamino 


l-ethylburyl 


H 


H 


H 


1-piperazinyl 


2-ethylbutyl 


H 


H 


H 


1 -pyrrolidinyl 


1 , 1 ,2-trimethylpropyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


heptyl 


H 


H 


H 


1-piperazinyl 


cyclopropyl 


H 


H 


H 


1 -pyrrolidinyl 


cyclopentyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


cyclohexyl 


H 


H 


H 


1-piperazinyl 


cycloheptyl 


H 


H 


H 


1 -pyrrolidinyl 


cyclopropylmethyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


cyclopentylmethyl 


H 


H 


H 


1 -piperazinyl 


cyclohexylmethyl 


H 


H 


H 


1 -pyrrolidinyl 


cycloheptylmethyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


2-methoxyethyl 


H 


H I 


H 


1-piperazinyl 


3-methoxypropyl 


H 


H 


H 



Continued 



132 



R 1 




R 3 


Y 1 


Y 2 


1 -pyrrol idinyl 


4-meth oxyb ury 1 


H 


H 


H 


1 -pyrrolidinyl 


5-methoxypentyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


5 -ethoxypenty 1 


H 


H 


H 


1 -piperazinyl 


2-ethoxyethyl 


H 


H 


H 


- 1 -pyrrolidinyl 


3-ethoxvDroDvl 


H 


H 


H ' 


1 -pyrrolidinylmethylamino 


4-ethoxybutyl 


H 


H 


H 


1 -piperazinyl 


2-carboxyethyl 


H 


H 


H 


1 -pyrrolidinyl 


3-carb oxypropyi 


H 


H 


H 


1 -pyirolidinylrnethylamino 


4-carboxybutyI 


H 


H 


H 


1 -piperazinyl 


5-carboxypentyl 


H 


H 


H 


1 -pyrrolidinyl 


2-hydroxyethyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


3 -h ydroxypropy 1 


H 


H 


H 


1 -piperazinyl 


4-hydroxybutyl 


H 


H 


H 


1 -pyrrolidinyl 


5-hydroxypentyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


2-methoxycarbonyl ethyl 


H 


H 


H 


1 -piperazinyl 


3 -methoxycarbonylpropyl 


H 


H 


H 


1 -pyrrolidinyl 


4-meth oxycarbonylbuty 1 


H 


H 


H 


1 -pyrrolidinymiemvlamino 


5 -methoxycarbonylpentyl 


H 


H 


H 


1 -piperazinyl 


2-aminoethyl 


H 


H 


H 


1 -pyrrolidinyl 


3-aminopropyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


4-aminobutyl 


H 


H 


H 


1 -piperazinyl 


5-aminopentyl 


H 


H 


H 


1 -pyrrolidinyl 


6-aminohexyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


2-chloroethyl 


H 


H 


H 


1 -piperazinyl 


3-chloropropyl 


H 


H 


H 


1 -pyrrolidinyl 


4-chlorobutyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


5-chloropentyl 


H 


H 


H 


1 -piperazinyl 


6-chlorohexyl 


H 


H 


H 


1 -pyrrolidinyl 


2-fluoroethyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


3-fluoropropyl 


H 


H 


H 


1 -piperazinyl 


4-fluorobutyl 


H 


H 


H 


1 -pyrrolidinyl 


5-fluoropentyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


6-fluorohexyl 


H 


H 


H 


1 -piperazinyl 


2-carbamoyleth yl 


H 


H 


H 


1 -pyrrolidinyl 


3-carb amoylpropyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


4-carbamoylbutyl 


H 


H 


H 


1 -piperazinyl 


5-carbamoylpenryl 


H 


H 


H 


1 -pyrrolidinyl 


6-carbamoylhexyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


3 -methyl carbamoy Ipropyl 


H 


H 


H 


1 -piperazinyl 


4-methylcarbamoylbutyl 


H 


H 


H 


1 -pyrrolidinyl 


5 -meth ylcarb amoy lpenty 1 


H 


H 


H 
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R 


R" 


R J 


Y 1 


Y S 


1 -pyrrolidinylmethylamino 


benzyl 


H 


H 


H 


1-piperazinyl 


2-phenylethyl 


H 


H 


H 


1-pyrrolidinyl 


4-fluorobenzyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


3-fluorobenzyl 


H 


H 


H 


1 -piperazinyl 


4-chlorobenzyl 


H 


H 


H 


1-pyrrolidinyl 


3-chlorobenzyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


4-methoxybenzyl 


H 


H 


H 


1-piperazinyl 


3 -meth oxybenzy 1 


H 


H 


H 


1-pyrrolidinyl 


4-hydroxybenzyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


3 -hydroxy benzyl 


H 


H 


H 


1-piperazinyl 


4-methylbenzyl 


H 


H 


H 


1 ^pyrrolidinyl 


3-methylbenzyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


4-aminobenzyl 


H 


H 


H 


1 -piperazinyl 


3-aminobenzyl 


H 


H 


H 


1-pyrrolidinyl 


4-dimethylami nob enzyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


3-dimethylaminobenzyl 


H 


H 


H 


1-piperazinyl 


4-carbamoylbenzyl 


H 


H 


H 


1 -pyrrolidinyl 


3-carbamoylbenzyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


4-me thy Icarb amoylbenzy I 


H 


H 


H 


1-piperazinyl 


3 -methylcarbamoylb enzyl 


H 


H 


H 


1-pyrrolidinyl 


4-cyanobenzyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


4-phenoxyb enzyl 


H 


H 


H 


1 -piperazinyl 


phenyl 


H 


H 


H 


1-pyrrolidinyl 


4-fluorophenyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


3-fluorophenyI 


H 


H 


H 


1-piperazinyl 


4-chlorophenyl 


H 


H 


H 


1-pyrrolidinyl 


3-methoxyphenyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


3-hydroxyphenyl 


H 


H 


H 


1-piperazinyl 


4-methylphenyl 


H 


H 


H 


1 -pyrrolidinyl 


3-methylphenyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


4-aminophenyl 


H 


H 


H 


1-piperazinyl 


3-aminophenyl 


H 


H 


H 


1 -pyrrolidinyl 


3-dimethylaminophenyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


4-dimethylaminophenyl 


H 


H 


H 


1-piperazinyl 


3-carbamoylphenyl 


H 


H 


H 


1 -pyrrolidinyl 


4-carbamoylphenyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


3-cyanophenyl 


H 


H 


H 


1 -piperazinyl 


4-cyanophenyl 


H 


H 


H 


1 -pyrrolidinyl 


3-phenoxyphenyl 


H 


H 


H 


1 -pyrrolidinylmethylamino 


4-phenoxyphenyl 


H 


H 


H 
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R 1 


R- 


R 3 


Y 1 


Y 2 


1-piperazinyl 


methyl 


H 


2-chloro 


H 


1 -pyrrolidinyl 


methyl 


H 


3-chloro 


H 


1 -pynroiidinylmethylamino 


methyl 


H 


4-chloro 


H 


1 -piperazinyl 


methyl 


H 


2-fluoro 


H 


1 -pyrrolidinyl 


methyl 


H 


3-fluoro 


H 


1 -pyrrolidinylmethylamino 


methyl 


H 


4-fluoro 


H 


1-piperazinyl 


methyl 


H 


2-bromo 


H 


1 -pyrrolidinyl 


methyl 


H 


3-bromo 


H 


1 -pyrrolidinylmethylamino 


methyl 


H 


4-bromo - 


H 


1 -piperazinyl 


methyl 


H 


2-nitro 


H 


1 -pyrrolidinyl 


methyl 


H 


3-nitro 


H 


1 -pyrroiidinylmethylamino 


methyl 


H 


4-nitro 


H 


1 -piperazinyl 


methyl 


H 


2-methoxy 


H 


1 -pyrrolidinyl 


methyl 


H 


3-methoxy 


H 


1 -pyrrol i dinylmethylamino 


methyl 


H 


4-methoxy 


H 


1-piperazinyl 


methyl 


H 


2-chloro 


4-chloro 


1 -pyrrolidinyl 


methyl 


H 


3-chloro 


4-chloro 


1 -pyrrolidinylmethylamino 


methyl 


H 


2-fluoro 


4-fluoro 


1-piperazinyl 


methyl 


H 


3-fluoro 


4-fluoro 


1 -pyrrolidinyl 


methyl 


H 


2-bromo 


4-bromo 


1 -pyrrolidinylmethylamino 


methyl 


H 


3-bromo 


4-bromo 


1 -piperazinyl 


methyl 


H 


2-methoxy 


4-methoxy 


1 -pyrrolidinyl 


methyl 


H 


3-methoxy 


4-methoxy 


1 -pyrrolidinylmethylamino 


methyl 


H 


2-acetyl 


H 


1-piperazinyl 


methyl 


H 


3 -acetyl 


H 


1 -pyrrolidinyl 


methyl 


H 


4-aceryl 


H 


1 -pyrrolidinylmethylamino 


methyl 


H 


2-benzoyi 


H 


1-piperazinyl 


methyl 


H 


3-benzoyl 


■ H 


1 -pyrrolidinyl 


methvl 


H 


4-benzoyl 


H 


3 -pyrrolidinylmethylamino 


methyl 


H 


2-cyano 


H 


1-piperazinyl 


methyl 


H 


3-cyano 


H 


1 -pyrrolidinyl 


methvl 


H 


4-cyano 


H 


1 -pyrrolidinylmethylamino 


methyl 


H 


2-carbamoyl 


H 


1 -piperazinyl 


methyl 


H 


3-carbamoyl 


H 


1 -pyrrolidinyl 


methyl 


H 


4-carbamoyl 


H 


1 -pyrroiidinylmethylamino 


methyl 


H 


2- dimethyl c arb amoyl 


H 


1 -piperazinyl 


methyl 


H 


3-dimethylcarbamoyl 


H 


1 -pyrrolidinyl 


methyl 


H 


4-dimethylcarb amoyl 


H 


1 -pyrrolidinylmethylamino 


methyl 


H 


2-methylcarbamoy! 


H 


1 -piperazinyl 


methyl 


H 


3-methylcarbamoyl 


H 
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1-pyrrolidinyl 


methyl 


H 


4-meth ylcarbamoyl 


H 


1 -pyrrolioUnylmethyiamino 


methyl 


H 


2-methoxycarbonyl 


H 


1 -piperazinyi 


methyl 


H 


3-methoxycarb on vl 


H 


1-pyrrolidinyl 


methyl 


H 


4-methoxycarbonyl 


H 


1 -pyrroiidinylmethylamino 


methyl 


H 


2-amino 


H 


1 -piperazinyi 


methyl 


H 


3-amino 


H 


1-pyrrolidinyl 


methyl 


H 


4-amino 


H | 


1 -pyrrolidinyimethylamino 


methyl 


H 


2-methylamino 


H 


1 -piperazinyi 


methyl 


H 


3-methylamino 


H 


1 -pyrrolidinyl 


methyl 


H 


4-methylamino 


H 


1 -pyrroiidinylrnethylamino 


methyl 


H 


2-dimethylamino 


H 


1 -piperazinyi 


methyl 


H 


3-dimethylamino 


H 


1-pyrrolidinyl 


methyl 


H 


4-dimeth y 1 amino 


H 


1 -pyrrolidinyimethylamino 


methyl 


H 


2-trifluorometh yl 


H 


1 -piperazinyi 


methyl 


H 


3 - trifluorometh yl 


H 


1-pyrrolidinyl 


methyl 


H 


4-trifluorometh yl 


H 


1 -pyrTolidinylmethylamino 


methyl 


H 


2-fluoromethyl 


H 


1 -piperazinyi 


methyl 


H 


3-fluoromethyl 


H | 


1-pyrrolidinyl 


methyl 


H 


4-fluoromethyl 


H 


1 -pyrrolidinyimethylamino 


methyl 


H 


2-hydroxy 


H 


1 -piperazinyi 


methyl 


H 


3-hydroxy 


H 


1-pyrrolidinyl 


methyl 


H 


4-hydroxy 


H 


1 -pyrrolidinyimethylamino 


methyl 


H 


4-(4-fluorobenzoyl) 


H 


1 -piperazinyi 


methyl 


H 


3-(4-fluorobenzoyl) 


H 


1-pyrrolidinyl 


methyl 


H 


2-(4-fluorobenzoyl ) 


H 


1 -pyrrolidinyimethylamino 


methyl 


H 


4-(4-methylbenzoyl) 


H 


1 -piperazinyi 


methyl 


H 


3-(4-methylbenzoyl) 


H 


1 -pyrrolidinyl 


methyl 


H 


2-(4-methylbenzoyl) 


H 


1 -pyirolidinylmefoylainino 


methyl 


H 


4-chloroacetyl 


H 


1 -piperazinyi 


methyl 


H 


3-chloroacetyl 


H 


1 -pyrrolidinyl 


methyl 


H 


2-chloroacetyl 


H 


1 -pyrrolidinyimethylamino 


methyl 


H 


4-ethoxycarbonyl 


H 


1 -piperazinyi 


methyl 


H 


3-ethoxycarbonyl 


H 


1 -pyrrolidinyl 


methyl 


H 


2-ethoxycarbonyl 


H 


1 -pyiTolidinylmethylarnino 


methyl 


H 


4-carboxy 


H 


1 -piperazinyi 


methyl 


H 


3-carboxy 


H 


1-pyrrolidinyl 


methyl 


H 


2-carboxy 


H 


1 -pyrrolidinyimethylamino 


methyl 


H 


4-chloromethoxy 


H 


1 -piperazinyi 


methyl 


H 


3-chloromethoxy 


H 


1-pyrrolidinyl 


methyl 


H 


2-chloromethoxv 


H 
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Y 2 


1 -pyrrolidinylmethylamino 


ethyl 


H 


1 2-chloro 


H 


1-piperazinyl 


ethyl 


H 


3-chloro 


H 


1-pyrrolidinyl 


ethyl 


H 


4-chloro 


H 


1 -pyrrolidinylmethylamino 


ethyl 


H 


2-fluoro 


H 


1 -piperazinyi 


ethyl 


H 


3-fluoro 


u 

n 


1 -pyrrol idinyl 


ethyl 


H 


4-fluoro 


H 


1 -pyrrolidinylmethylamino 


ethyl 


H 


2-bromo 


A 1 


1 -piperazinyi 


ethyl 


H 


3-bromo 


H 


1 -pyrrol idinyl 


ethyl 


H 


4-bromo 


H 


1 -pyrrolidinylmethylamino 


ethyl 


H 


2-nitro 


H 


1 -piperazinyi 


ethyl 


H 


3-nicro 


H 


1-pyrrolidinyl 


ethyl 


H 


4-nitro 


H 


1 -pyrrolidinylmethylamino 


ethyl 


H 


2-metho3rv 


H 


1-piperazinyl 


ethyl 


H 


3-methoxy 


H 


1-pyrrolidinyl 


ethyl 


H 


4-methoxy 


H 


1 -pyrrolidinylmethylamino 


ethyl 


H 


2-chloro 


4-chloro 


1-piperazinyl 


ethyl 


H 


3-chloro 


4-chloro 


1 -pyrroiidinyl 


ethyl 


H 


2-fluoro 


4-fiuoro 


1 -pyrrolidinylmethylamino 


ethyl 


H 


3-fluoro 


4-fluoro 


1 -piperazinyi 


ethyl 


H 


2-bromo 


4-bromo 


1-pyrrolidinyl 


ethyl 


H 


3-bromo 


4-bromo 


1 -pyrrolidinylmethylamino 


ethyl 


H 


2-methoxy 


4-methoxy 


1-piperazinyl 


ethyl 


H 


3-methoxy 


4-methoxy 


1-pyrrolidinyl 


ethyl 


H 


2-acetyl 


H 


1 -pyrrolidinylmethylamino 


ethyl 


H 


3-acetyl 


H 


1-piperazinyl 


ethyl 


H 


4-acetyl 


H 


1 -pyrroiidinyl 


ethyl 


H 


2-benzoyl 


H 


1 -pyiToUdinylmethylamino 


ethyl 


H 


3-benzoyl 


H 


1-piperazinyl 


ethyl 


H 


4-benzoyl 


H J 


1 -pyrroiidinyl 


ethyl 


H 


2-cyano 


H 


1 -pyrrolidinylmethylamino 


ethyl 


H 


3-cyano 


H 


1-piperazinyl 


ethyl 


H 


4-cyano 


H 


1-pyrrolidinyl 


ethyl 


H 


2-carbamoyl 


H 


1 -pyrrolidinylmethylamino 


ethyl 


H 


3-carbamoyl 


H 


1 -piperazinyi 


ethyl 


H 


4-carbamoyl 


H 


1-pyrrolidinyl 


ethyl 


H 


2-dimethylcarbamoyl 


H 


1 -pyrrolidinylmethy lamino 


ethyl 


H 


3-dimethylcarbamoyl 


H 


1 -piperazinyi 


ethyl 


H 


4-dimethylcarbamoyl 


H, 


1-pyrrolidinyl 


ethyl 


H 


2-meth ylcarbamoyl 


H 


1 -pyrrolidinylmethylamino | ethyl- 


H 


3 -methyl carbamoyl 


H 
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R 2 


R J 


Y l 


Y 2 


1 -ninpra 7i n vl 


ethyl 


H 


4-iTieth vlcarharnovl 


H 


1 -n vt*t*ol i Hi n vl 

X ~yjyLL UXXUUI I y L 


pth vt 
cm y i 




0 — fllP th f\ Y VPJJ 1+1 AD Vl 


H 


1 .nvrrnl i Hi n vl m^thvl aminn 


pfh vl 


H 


^ — m pth n y vf^i f"hnri vl 

J lUblllwA JMli UUIIVI 


H 




pth vl 




4— mpthoYVfai+innvl 


H 


1 -nvrxnli Hinvl 
1 — fjyix uxxuxixy 1 


pth vl 
cm yi 


u 

IX 


a. — axxxtiiu 


H 


1 -nvrrnl i Hi n vl m#*th vl Jirrli n n 
1 'IJyiXUXXlXlXlylxxXwUiy iOXXLUlU 


pth vl 
cuiyi 


H 

XX 


^ -.amin n 
-j**aixxxinj 


H 

A X 


1 —ninAi*?! Tin vl 

1 -piporax»xny* 


cuiyi 


XX 


*♦ axxxiliu 


u 

XX 


1 -nvrrnl i Hi n vi 
1 \J jrXLUilUlII y 1 


pth vl 
cuiyi 




4— mpthvlamirin 
1 ucu lyAtu 1111111 


H 


1 -nvrrrtliHirt vlmpthvlftTYiiTin 

1 pyiiUXXUXXl YilllwUiy ACUXxxIlU 


pth vl 
cui yi 




^-mpthvlnTTiinn 


H 


j -pipenizinyi 


Af U -.1 

einyi 


ri 


0 motK^il n m inn 

z-nitiui yiaiiiiriu 


XX 


1 Tt\/rTAl i Hi n^/l 


ethyl 


Tjr 
xl 


^-/limAthulotriinri 

^-uJxncLnyiainjJiu 


n. 


1 _ni it i r\\ i Hi yt* ?1 1 m t» t \ /l orn inn 

l -pyiruiiuiny uneuiy loiiiinu 


cuiyi 


fx 


/1__Hi rn^tfh vIoTini nr\ 

H-uinieinyidJiunu 


u • 

XX 


l -pipcraz-inyi 


euiyi 


XJ 

n 


0 _tfi flu ftrftTW *»th vl 

z-LTiiiuoiuLiieuiyi 


n 


1 _ nurml iHinv/l 

j -jjyuuiiuxxiy i 


pth vl 


n 


-j-ulllUUIUxllCUiyi i 


XX 


1 n»/T™i*nli Hi wx/ItTI *»ttix/l QT*^i»\n 

i -pyixoiiuinyuucinyiaiiiint) 


cuiyi 


H 

XX 


*r- uj liuuruixxc in y i 


TJ 
XX 


1 _ni T>PT*^> Ti Tl \7l 

i "Uiuci dz.ni yi 


cuiyi 


n 


*? «.fl i inrAm ^ t h vl 
- 1 j u ur uiiic u i y i 


XX 


1 -nvrrnl i Hi n vl 
x —pyx. xuxxuxxxyx 


pth vl 

einyi 


XX 


^-flnm*nmpthvl 


H 


1 -nvrrnl iHi n vlmpf h vl uminn 
a li yi x uuuiii yuuwui y iaiiiiiiu 


ethyl 


H 


4-fliiornrnpthvl 


H 


1 -tjinera7invl 


ethyl 


H 


9-hvdiT>3CV 


H 


1 -nvrTolidinvl 


ethyl 


H 




H 


1 -pyiTolidinylmetaylamino 


ethyl 


H 


4-hydroxy 


H 


1-piperazinyl 


ethyl 


H 


4-(4-fluorobenzoyl) 


H 


1 -pyrrolidinyl 


ethyl 


H 


3-(4-fluorobenzoyl) 


H 


1 -pynrol icttnytaethylamino 


ethyl 


H 


2-(4-fluorobenzoyl) 


H 


1-piperazinyl 


ethyl 


H 


4-(4-methylbenzoyl) 


H 


1 -pyrrolidinyl 


ethyl 


H 


3-(4-meth ylbenzoyl) 


H 


1 -pyrroiidinyimethylamino 


ethyl 


H 


2-(4-methylbenzoyl) 


H 


1-piperazinyl 


ethyl 


H 


4-chloroacetyl 


H 


1 -pyrrolidinyl 


ethyl 


H 


3-chloroacetyl 


H 


1 -pyrroliojnyirnethylaraino 


ethyl 


H 


2-chloroacetyl 


H 


1-piperazinyl 


ethyl 


H 


4-ethoxycarbonyl 


H 


1 -pyrrolidinyl 


ethyl 


H 


3-ethoxycarbonyl 


H 


1 -pyrroliciinylmetnylamino 


ethyl 


H 


2-ethoxycarbonyl 


H 


1-piperazinyl 


ethyl 


H 


4-carboxy 


H 


1 -pyrrolidinyl 


ethyl 


H 


3-carboxy 


H 


1 -pyiTolidinylmethylamino 


ethyl 


H 


2-carboxy 


H 


1-piperazinyl 


ethyl 


H 


4-chloromethoxy 


H 


1 -pyrrolidinyl 


ethyl 


H 


3-chloromethoxy 


H 


1 -pyrroliolnytoethylarnino 


ethyl 


H 


2-chloromethoxy 


H 
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R 


R 


V 1 

i 


Y ! 


1-piperazinyl 


propyl 


H 


z-cnioro 


H 


1 -pyrrol idinyl 


propyl 


H 


3-chloro 


H 


] -pyrrolidinylmethylamino 


propyl 


H 


4-chloro 


TT 

H 


1-piperazinyl 


propyl 


H 


2-fluoro 


H 


1-pyrrolidinyl 


propyl 


H 


3-fluoro 


H 


1 -pyrrol idinylmethylamino 


propyl 


H 


4-fluoro 


H 


1-piperazinyl 


propyl 


H 


2-bromo 


H 


1-pyrrolidinyl 


propyl 


H 


3-bromo 


H 


1 -pyrrolidinylmethylamino 


propyl 


H 


4-bromo 


T T 

H 


1-piperazinyl 


propyl 


H 


2-nitro 


H 


1-pyrrolidinyl 


propyl 


H 


3-nitro 


H 


] -pyrrolidinylmethylamino 


propyl 


H 


4-nitro 


H 


1-piperazinyl 


propyl 


H 


2-methoxy 


H 


1-pyrrolidinyl 


propyl 


H 


3-methoxy 


H 


1 -pyrrolidinylmethylamino 


propyl 


TT 

H 


4-methoxy 


TT 

ri 


1-piperazinyl 


propyl 


ri 


z-cnioro 


4-chloro 


1-pyrrolidinyl 


propyl 


IT 

H 


3-cnloro 


4-chloro 


1 -pyrroUdinylmethylamino 


propyl 


IT 

rl 


2-fluoro 


4-fluoro 


1-piperazinyl 


propyl 


TT 

H 


3-fluoro 


4-fluoro 


1-pyrrolidinyl 


propyl 


rl 


2-bromo 


4-bromo 


1 -pyrrolidinylmethylamino 


propyl 


it 


j-Dromo 


4-uromo 


I \J l\J ci fi / ill l y i 




H 


9-methnx"v 

dm 111WUIUAJ 


4-methox'v 


1-pyrrolidinyi 


propyl 


H 


3-methoxy 


4-methoxy 


1 -pyrrolidinylmethylamino 


propyl 


H 


2-acetyl 


H 


1-piperazinyl 


propyl 


H 


3-aceryl 


H 


1 -pyrrolidinyl 


propyl 


H 


4- acetyl 


H 


1 -pyrrolimnylmethylamino 


propyl 


H 


2-benzoyl 


H 


1-piperazinyl 


propyl 


H 


3-benzoyI 


H 


1-pyrrolidinyl 


propyl 


H 


4-benzoyl 


H 


3 -pyrrolidinylmethyiamino 


propyl 


H 


2-cyano 


H 


1-piperazinyl 


propyl 


H 


3-cyano 


H 


| 1-pyrrolidinyl 


propyl 


H 


4-cvano 


H 


1 -pyrrolidinylmethylamino 


propyl 


H 


2-carbamoyl 


H 


1 -piperazinyl 


propyl 


H 


3 -carbamoyl 


H 


1-pyrrolidinyl 


propyl 


H 


4-carbamoyl 


H 


1 -pyrrolidinylmethylamino 


propyl 


H 


2-dimethylcarbamoyl 


H. 


1-piperazinyl 


propyl 


H 


3-dimethylcarbamovl 


H 


1 -pyrrolidinyl 


propyl 


H 


4-dimethvlcarbamoyl 


H 


1 -pyrrolidinylmethylamino 


propyl 


H 


2-meth ylcarbamoyl 


H 


1-piperazinyl 


propyl 


H 


3-methylcarbamoyl 


H 
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R J 


Y 1 
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1-pyrrolidinyl 


propyl 


H 


4-methylcarbamoyl 


H 


1 -pyrrol idinylmethylamino 


propyl 


H . 


2-methoxycarbonyI 


H 


1-piperazinyl 


propyl 


H 


3-methoxycarbonyl 


H 


1-pyrrolidinyl 


propyl 


H 


4-methoxycarbonyl 


H 


1 -pyrrol idinylmethylamino 


propyl 


H 


2-amino 


H 


1-piperazinyl 


propyl 


H 


3 -amino 


H 


1-pyrrolidinyl 


propyl 


H 


4-amino 


H 


1 -pyrrolidinylmethylamino 


propyl 


H 


2-methylamino 


H 


1-piperazinyl 


propyl 


H 


3-methyl amino 


H 


1-pyrrolidinyl 


propyl 


H 


4-methylamino 


H 


1 -pyrrolidinylmethylamino 


propyl 


H 


2-dimeth ylamino 


H 


1-piperazinyl 


propyl 


H 


3-dimethylamino 


H 


1 -pyrrolidinyl 


propyl 


H 


4-dimethylamino 


H 


1 -pyrrolidinylmethylamino 


propyl 


H 


2-trifluoromethyl 


H 


1-piperazinyl 


propyl 


H 


3-trifluoromethyl 


H 


1 -pyrrolidinyl 


propyl 


H 


4-trifluoromethyl 


H 


1 -pyrrolidinylmethylamino 


propyl 


H 


2-fluoromethyl 


H 


1-piperazinyl 


propyl 


H 


3-fluoromethyl 


H 


1 -pyrrolidinyl 


propyl 


H 


4-fluoromethyl 


H 


1 -pyrrolidinylmethylamino 


propyl 


H 


2-hydroxy 


H 


1-piperazinyl 


propyl 


H 


3 -hydroxy 


H 


1 -pyrrolidinyl 


propyl 


H 


4-hydroxy 


H 


1 -pyrrolidinylmethylamino 


propyl 


H 


4- (4-fluorob enzoyl) 


H 


1 -piperazinyl 


propyl 


H 


3-(4-fluorobenzoyl) 


H 


1-pyrrolidinyl 


propyl 


H 


2- (4-fluorob enzoyl) 


H 


1 -pyrrolidinylmethylamino 


propyl 


H 


4-(4-meth ylb enzoyl) 


H 


| 1-piperazinyl 


propyl 


H 


3-(4-methylbenzoyl) 


H 


1 -pyrrolidinyl 


propyl 


H 


2-(4-meth ylb enzoyl) 


H 


1 -pyrrolidinylmethylamino 


propyl 


H 


4-chloroacetyl 


H 


1-piperazinyl 


propyl 


H 


3-chloroacetyl 


H 


1-pyrrolidinyl 


propyl 


H 


2-chloroacetyl 


H 


1 -pyrrolidinylmethylamino 


propyl 


H 


4-ethoxycarbonyl 


H 


1-piperazinyl 


propyl 


H 


3 -ethoxycarbon y 1 


H 


1-pyrrolidinyl 


propyl 


H 


2-ethoxycarbonyl 


H 


1 -pyrrolidinylmethylamino 


propyl 


H 


4-carboxy 


H 


1-piperazinyl 


propyl 


H 


3-carboxy 


H 


1-pyrrolidinyl 


propyl 


H 


2-carboxy 


H 


1 -pyrrol idinylmemylamino 


propyl 


H 


4-chloromethoxy 


H 


1-piperazinyl 


propyl 


H 


3-chloromethoxy 


H 


1 -pyrrolidinyl 


propyl 


H 


2-chloromethoxy 


H 
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R 1 


R 5 


R 3 


Y 1 


Y 2 


1 -pyrTolidinylmethylamino 


butvl 


H 


2-chloro 


H 


1 -piperazin vl 


butyl 


H 


3-chloro 


u 

n 


1-pyrrolidinyl 


butyl 


H 


4— chlorn 


rx 


1 -pyirolidinylmethylamino 


bucyl 


H 


2-fluorn 


u 
n 


1-piperazinyl 


butyl 


H 


3-flunrn 

•J UUU1U 


u 
n 


1-pyrrolidinyl 


butyl 


H 


4-fluoro 


u 

n 


1 -pyrrolidinyimethylamino 


butyl 


H 


2-hromo 

<b Ul UUiU 


u 
n 


1-piperazinyl 


butyl 


H 




u 
n 


1-pyrrolidinyl 


butyl 


H 


d-hrnmo 


n 


1 -pyrrolidinyimethylamino 


butvl 


H 


2-nitro 




1-piperazinyl 


butyl 


H 


3-nitro 


H 


1-pyrrolidinyl 


butyl 


H 


4-nitro 


XI 


1 -pyrrolidinylmethylainino 


butyl 


H 


9-mp.th nxv 


IT 


1-piperazinyl 


butyl 


H 


3-methoxv 


U 

n 


1 -pyrrolidin vl 


butyl 


H 


4-methoxy 


H 


1 -pvrrolidinylmethylamino 


butyl 


H 


2-chloro 




1-piperazinyl 


butyl 


H 


3-chloro 


A-chlflrn 


1-pyrrolidinyl 


butyl 


H 


2-fluoro 


4-fliinm 


3 -pyrrolidinyimethylamino 


butyl 


H 


3-fluoro 




1-piperazinyl 


butyl 


H 


2-bromo 


4-bromo 


1-pyrrolidinyl 


butyl 


H 


3-bromo 


4— bromo 


1 -pyrrolidinyimethylamino 


butyl 


H 


2-methoxy 


4-methoxy 


1-piperazinyl 


butyl 


H 


3-methoxy 


4-methoxy 


1-pyrrolidinyl 


butyl 


H 


2-acetyl 


H 


1 -pyrrolidinyimethylamino 


butyl 


H 


3 -acetyl 


H 


1-piperazinyl 


butyl 


H 


4-acetyl 


H 


1-pyrrolidinyl 


butyl 


H 


2-benzoyl 


H 


1 -pyrrolidinyimethylamino 


butyl 


H 


3-benzoyl 


H 


1-piperazinyl 


butyl 


H 


4-benzovl 


H 


1-pyrrolidinyl 


butyl 


H 


2-cyano 


H 


1 -pyiTolidinylmethylamino 


butyl 


H 


3-cyano 


H 


1-piperazinyl 


butyl 


H 


4-cyano 


H 


1-pyrrolidinyl 


butyl 


H 


2-carbamoyl 


H 


1 -pyrrolidinyimethylamino 


butyl 


H 


3-carbamoyl 


H 


1-piperazinyl 


butyl 


H 


4-carbamoyl 


H 


1-pyrrolidinyl 


butyl 


H 


2-dimethylcarbamoyl 


H 


1 -pyrrolidinyimethylamino 


butyl 


H 


3 -dimeth ylcarbamoyl 


H 


1-piperazinyl 


butyl 


H 


4-dimeth ylcarbamoyl 


H\ 


1-pyrrolidinyl 


butyl 


H 


2-meth ylcarbamoyl 


H 


1 -pyrrolidinyimethylamino 


butyl 


H 


3-meth ylcarbamoyl 


H 
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R 1 


R 2 


R J 


Y 1 


Y 2 


1-piperazinyl 


butyl 


H 


4-methylcarbamoyl 


H 


1 -pyrrol i din yl 


butyl 


H 


2-methoxycarbonyl 


H 


1 -pyrrolidinylmethylamino 


butyl 


H 


3-meth oxycarb onyl 


H 


1-piperazinyl 


butyl 


H 


4-methoxycarbonyl 


H 


1-pyrrolidinyl 


butyl 


H 


2-amino 


H 


1 -pyrrolidinylmethylamino 


butyl 


H 


3 -ami no 


H 


1-piperazinyl 


butyl 


H 


4- amino 


H 


1-pyrrolidinyl 


butyl 


H 


2-methylamino 


H 


1 -pyrrolidinylmethylamino 


butyl 


H 


3-methylamino 


H 


1-piperazinyl 


butyl 


H 


4-methylamino 


H 


1-pyrrolidinyl 


butyl 


H 


2-dimethylamino 


H 


1 -pyrrolidinylmethylamino 


butyl 


H 


3-dimeth ylamino 


H 


1-piperazinyl 


butyl 


H 


4-dimemylamino 


H 


1-pyrrolidinyl 


butyl 


H 


2-trifluoromethyi 


H 


1 -pyrrolidinylmethylamino 


butyl 


H 


3 -trifluoromethyl 


H 


1-piperazinyl 


butyl 


H 


4-trifluoromethyl 


H 


1-pyrrolidinyl 


butyl 


H 


2-fluoromethyl 


H 


1 -pyrrolidinylmethylamino 


butyl 


H 


3-fluoromethyl 


H 


1-piperazinyl 


butyl 


H 


4-fluoromethyl 


H 


1-pyrrolidinyl 


butyl 


H 


2-hydroxy 


H 


1 -pyrrolidinylmethylamino 


butyl 


H 


3-hydroxy 


H 


1-piperazinyl 


butyl 


H 


4-hydroxy 


H 


1-pyrrolidinyl 


butyl 


H 


4-(4-fluorobenzoyl) 


H 


1 -pyrrolidinylmethylamino 


butyl 


H 


3-(4-fluorobenzoyl) 


H 


1-piperazinyl 


butyl 


H 


2-(4-fluorobenzoyl) 


H 


1-pyrroiidinyl 


butyl 


H 


4-(4-methylbenzoyl) 


H 


1 -pyrrolidinylmethylamino 


butyl 


H 


3 -(4-methylbenzo yl ) 


H 


l^piperazinyl 


butyl 


H 


2-(4-methylbenzoyl) 


H 


1-pyrrolidinyl 


butyl 


H 


4-chloroacetyl 


H 


1 -pyrrolidinylmethylamino 


butyl 


H 


3-chloroacetyl 


H 


1-piperazinyl 


butyl 


H 


2-chloroacetyl 


H 


1-pyrrolidinyl 


butyl 


H 


4-ethoxycarbonyl 


H 


1 -pyrrolidinylmethylamino 


butyl 


H 


3-ethoxycarbonyl 


H 


1-piperazinyl 


butyl 


H 


2-ethoxycarbonyl 


H 


1-pyrrolidinyl 


butyl 


H 


4-carboxy 


H 


1 -pyrrolidinylmethylamino 


butyl 


H 


3-carboxy 


H 


1-piperazinyl 


butyl 


H 


2-carboxy 


H 


1 -pyrrolidinyl 


butyl 


H 


4-chloromethoxy 


H 


1 -pyrrolidinylmethylamino 


butyl 


H 


3-chloromethoxy 


ft 


1-piperazinyl 


butyl 


H 


2-chloromethoxy 


H 
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R 1 


. R 2 


R J 


■ Y 1 


Y 2 


1 -pyrrolidinyl 


benzyl 


H 


2-chloro 


H 


1 -pyrrol idinylrn ethyl amino 


benzyl 


H 


3-chloro 


H 


1 -piperazinyl 


benzyl 


H 


4-chloro 


H 


1 -nvrrolidin vl 


benzyl 


H 


2-fluoro 


H 


1 -pyrrolidinvlinethylamirio 


benzyl 


H 


3-fluoro 


H 


1 -oinerazin vl 


benzvl 


H 


4-fluoro 


H 


1 -Dvrrolidin vl 


benzvl 


H 


2-bromo 


H 


1 -pyrrolidinylmemylamino 


benzyl 


H 


3 •b roino 


H 


1 -piperazinyl 


benzvl 


H 


4-hromn 


H 


1 -ovrrolidinvl 


benzvl 


H 


2-nitro 


H 


1 -pyrrolidinyimethylanuno 


benzyl 


H 


3-nitro 


H 


1 -piperazinyl 


benzvl 


H 


4-nitro 


H 


1 -pyrrolidinyl 


benzyl 


H 


2-meth oxy 


H 


1 -pyrrolidinylmemylamino 


benzyl 


H 


3-methoxy 


H 


1 -piperazinyl 


benzyl 


H 


4-methoxy 


H 


1 -pyrrolidinyl 


benzyl 


H 


2-chloro 


4-chloro 


1 -pyrrolidinylmethylarnino 


benzyl 


H 


3-chloro 


4-chloro 


1 -piperazinyl 


benzyl 


H 


2-fluoro 


4-fluoro 


1-pyrroiidinyl 


benzyl 


H 


3-fluoro 


4-fluoro 


1 -pyrrolidinylmethylarnino 


benzyl 


H 


2-bromo 


4-bromo 


1 -piperazinyl 


benzyl 


H 


3-bromo 


4-bromo 


1 -pyrrolidinyl 


benzyl 


H 


2-methoxy 


4-methoxy 


1 -pyrrolidinylmethylarnino 


benzyl 


H 


3-methoxy 


4-methoxy 


1 -piperazinyl 


benzyl 


H 


2-aceryl 


H 


1 -pyrrolidinyl 


benzyl 


H 


3-acetyl 


H 


1 -pyrrolidinylmethylarnino 


benzyl 


H 


4-acetyl 


H 


1 -piperazinyl 


benzyl 


H 


2-benzoyl 


H 


1 -pyrrolidinyl 


benzyl 


H 


3-benzoyl 


H 


1 -pyrrolidinylmethylamino 


benzyl 


H 


4-benzoyi 


H 


1 -piperazinyl 


benzyl 


H 


2-cyano 


H 


1 -pyrrolidinyl 


benzyl 


H 


3-cyano 


H 


1 -pyrrolidinylmethylarnino 


benzyl 


H 


4-cyano 


H 


1 -piperazinyl 


benzyl 


H 


2-carbamoyl 


H 


1-pyrroiidinyl 


benzyl 


H 


3-carbamoyl 


H 


1 -pyrrolidinylmethylarnino 


benzyl 


H 


4-carbamoyl 


L H 


1 -piperazinyl 


benzyl 


H 


2-dimethylcarbamoyl 


H 


1 -pyrrolidinyl 


benzyl 


H 


3-dimethylcarbamoyl 


H 


1 -pyrrolidinylmethylamino 


benzyl 


H 


4-dimethylcarbamoyl 


H 


1 -piperazinyl 


benzyl 


H 


2-methylcarbamoyl 


H 


1-pyrroiidinyl 


benzyl 


H 


3-methylcarbamoyl 


H 
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R 1 


R 1 


R J 




Y 1 


1 -pyn*olidmy*methylamino 


benzyl 


H 


4-meth vl carbamo vl 


H 


1 -Dioerazinvl 


benzvl 


H 


2-me thoxy carb ony 1 


H 


1 -o vmolidinvl 


benzyl 


H 


3-methoxvcarbonvl 

*J liivUlwAJ Will \J\Jm\j V 


H 


1 -DvrrolidinvLmethvlarrrino 


benzyl 


H 


4-methoxvcarhonvl 


H 


1 -piperazinyl 


benzyl 


H 


2-amino 


H 


1 -Dvrrolidin vl 

* \J j a a w* lull i y i 


benzyl 


H 


3 -ami no 


H 


1 -Dvrrolidinvlmethvlamino 


henzvl 


H 


4- amino 


H 


1 -ciuerazinvl 


benzvl 


H 


2-methvl amino 

mwuijrin ilium 


H 


1 -ovrrolidinvl 

1 l^jt A A v/AIVAAJIjr A 


Henzvl 


H 


^-mpfhvlnmino 


H 


1 -p yrrolidin vim ethyl amino 


benzyl 


H 


4-methvlamino 


H 


1 -piperazinyl 


benzyl 


H 


2-dimethylamino 


H 


1 -pyrrol idinyl 


benzvl 


H 


3-dimethvlamino 

^ \ 11 1 1 1 w LA 1 A 11 M M 1 1 IAU 


H 


1 -pyirolidinylmethylamino 


benzyl 


H 


4— di me th vl ami no 


H 


1-piperazinyl 


benzyl 


H 


2 - tri fl uorometh y 1 


H 


1 -pyrrolidinyl 


benzyl 


H 


3 - tri fluorome th yl 


H 


1 -pyrrol idiny Ime thy 1 amino 


benzyl 


H 


4- tri flu orome th yl 


H 


1-piperazinyl 


benzvl 


H 


2 -fluorometh y 1 


H 


1 -pyrrolidinyl 


benzyl 


H 


3 -fluorome thyl 


H 


1 -pyrrolidinylmethylamino 


benzvl 


H 


4-fluoromethyl 


H 


1 -piperazinyl 


benzyl 


H 


2-hvdroxv 


H 


1 -pyrrolidinyl 


benzyl 


H 


3 -hydroxy 


H 


1 -pyrrolidinylmethylamino 


benzyl 


H 


4-hydroxy 


H 


1-piperazinyl 


benzyl 


H 


4-(4-fluorobenzoyl) 


H 


1 -pyrrolidinyl 


benzyl 


H 


3 - (4- fluorob enzoy 1) 


H 


1 -pyrrolidinylmethylamino 


benzyl 


H 


2-(4-fluorobenzoyl) 


H 


1 -piperazinyl 


benzyl 


H 


4-(4-methylbenzoyl) 


H 


1 -pyrrolidinyl 


benzyl 


H 


3-(4-methylbenzoyl) 


H 


1 -pyrrolidinylmethylamino 


benzyl 


H 


2-(4-methylbenzoyl) 


H 


1-piperazinyl 


benzyl 


H 


4-chloroacetyl 


H 


1 -pyrrolidinyl 


benzyl 


H 


3-chloroacetyl 


H 


1 -pyrrolidinylmethylamino 


benzyl 


H 


2-chloroaceryl 


H 


1 -piperazinyl 


benzyl 


H 


4-ethoxycarbonyl 


H 


1 -pyrrolidinyl 


benzyl 


H 


3-ethoxycarbonyl 


H 


1 -pyrrolidinylmethylamino 


benzyl 


H 


2-ethoxycarbonyl 


H 


1-piperazinyl 


benzyl 


H 


4-carboxy 


H 


1 -pyrrolidinyl 


benzyl 


H 


3-carboxy 


H 


1 -pyrrolidinylmethylamino 


benzyl 


H 


2-carboxy 


H ! 


1-piperazinyl 


benzyl 


H 


4-chloromethoxy 


H 


' * 1 -pyrrolidinyl 


benzyl 


H 


3-chloromethoxy 


H 


1 -pyrrolidinylmethylamino 


benzyl 


H 


2-chloromethoxy 


H 
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- R' 


R 2 


R J 


Y 1 


Y 2 


1-piperazinyl 


cyclohexylmethyl 


H 


3-chloro 


H 


1-pyrrolidinyl 


cyclohexylmethyl 


H 


3-chloro 


H 


1-pyrrolidinylmcthylamiiio 


cyclohexylmethyl 


H 


4-chloro 


H 


1-piperazinyl 


cyclohexylmethyl 


H 


2~fluoro 


H 


1-pvrrolidinyl 


cyclohexylmethyl 


H 1 


3-fluoro 


H 


1 -pyrrolidiny lmethylamino 


cyclohexylmethyl 


H 


4-fluoro 


H 


1-piperazinyl 


cyclohexylmethyl 


H 


2-bromo 


H 


1 -pyrrolidiny 1 


cyclohexylmethyl 


H 


3-bromo 


H 


1 -pyrrolidinylmethylamino 


cyclohexylmeth y 1 


H 


4-bromo 


H 


1-piperazinyl 


cyclohexylmeth y 1 


H 


2-nitro 


H 


1-pyrrolidinyl 


cyclohexylmethyl 


H 


3-nitro 


H 


1 -pyrroUdinylmethylarrdno 


cyclohexylmethyl 


H 


4-nitro 


H 


1 -piperazinyl 


cyclohexylmethyl 


H 


2-methoxy 


H 


1-pyrrolidinyl 


cyclohexylmethyl 


H 


3-methoxy 


H 


1 -pyirotidmylmethylamino 


cyclohexylmethyl 


H 


4-methoxY 


H 


1-piperazinyl 


cyclohexylmethyl 


H 


2-chloro 


4-chloro 


1-pyrrolidinyl 


cyclohexylmethyl 


H 


3-chloro 


4-chloro 


1 -pwTOhdinylrnethylarnino 


cyclohexylmethyl 


H 


2-fluoro 


4-fluoro 


1 -piperazinyl 


cyclohexylmethyl 


H 


3-fluoro 


4-fluoro 


1-pyrrolidinyl 


cyclohexylmethyl 


H 


2-bromo 


4-bromo 


1 -pyrroUdinylmethylarnino 


cyclohexylmethyl 


H 


3-bromo 


4-bromo 


1-piperazinyl 


cyclohexylmeth y 1 


H 


2-methoxy 


4-methoxy 


1-pyrrolidinyl 


cyclohexylmethyl 


H 


3-methoxy 


4-methoxy 


1 -pyrrolidiny lmethylamino 


cyclohexylmethyl 


H 


2-acetyl 


H 


1 -piperazinyl 


cyclohexylmethyl 


H 


3-acetyl 


H 


1-pyrrolidinyl 


cyclohexylmethyl 


H 


4- acetyl 


H 


1 -pyrroUdmylmethyhrnino 


cyclohexylmeth yl 


H 


2-benzoyl 


H 


1-piperazinyl 


cyclohexylmethyl 


H 


3-benzoyl 


H 


1-pyrrolidinyl 


cyclohexylmethyl 


H 


4-benzoyl 


H 


1 -pyrrolidinylmethylamino 


cyclohexylmethyl 


H 


2-cyano 


H 


1-piperazinyl 


cyclohexylmethyl 


H 


3-cyano 


H 


1-pyrrolidinyl 


cyclohexylmethyl 


H 


4-cyano 


H 


1 -pyrrolidinylmethylamino 


cyclohexylmeth yl 


H 


2-carbamovl 


H 


1-piperazinyl 


cyclohexylmethyl 


H 


3 -carbamoyl 


H 


1 -pyrrolidinyl 


cyclohexylmethyl 


H 


4-carbamoyl 


H 


1 -pyrroUdinylmethylamino 


cyclohexylmethyl 


H 


2-dimethylcarbamoyl 


H 


1 -piperazinyl 


cyclohexylmethyl 


H 


3 -dimethylcarbamoyl 


H 


1-pyrrolidinyl 


cyclohexylmethyl 


H 


4-dimethylcarb amoy 1 


H 


1 -pyrrohdinylmethylamino 


cyclohexylmethyl 


H 


2-methylcarbamoyl 


H 


1 -piperazinyl 


cyclohexylmethyl 


H 


3-methylcarbamoyl 


H 
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R' 


R 2 


R J 


Y 1 


Y 2 


1 -pyrrolidinyl 


cy cl oh exy lmethyl 


H 


4-methylcarbamoyl 


H 


] -pyrrolidinylmethylamino 


cycloh exylmethyl 


H 


2-methoxycarbonyl 


H 


1 -piperazinyl 


cyclohexyimethyl 


H 


3 -meth oxycarbony 1 


H 


1 -pyrrolidinyl 


cyclohexylmethyi 


H 


4-methoxycarbonyl 


H 


1 -pyrrolidinylmethylamino 


cyclohexyimethyl 


H 


2-amino 


H 


1 -piperazinyl 


cycloh exylmeth yl 


H 


3-amino 


H 


1 -pyrrolidinyl 


cyclohexyimethyl 


H 


4-amino 


H 


1 -pyrrolidinylmethylamino 


cyclohexylmethyi 


H 


2-methylamino 


H 


1 -piperazinyl 


cyclohexyimethyl 


H 


3-methylamino 


H 


1-pyrrolidinyl 


cyclohexylmethyi 


H 


4-methylamino 


H 


1 -pyrrolidinylmethylamino 


cycloh exylmeth yl 


H 


2^miemylamino 


H 


l-piperazinyl 


cycloh exylmeth yl 


H 


3-dimethylamino 


H 


1-pyrrolidinyl 


cyclohexyimethyl 


H 


4-dimethy lamino 


H 


1 -pyrrolidinylmethylamino 


cyclohexyimethyl 


H 


2-trifluoromethyl 


H 


1 -piperazinyl 


cyclohexylmethyi 


H 


3-trifluoromethyl 


H 


1-pyrrolidinyl 


cyclohexylmethyi 


H 


4-trifluoromethyl 


H 


1 -pyrrolidinylmethylamino 


cyclohexyimethyl 


H 


2-fluorbmethyl 


H 


l-piperazinyl 


cyclohexyimethyl ! 


H 


3-fluoromethyl 


H 


1-pyrrolidinyl 


cyclohexyimethyl 


H 


4-fluoromethyl 


H 


1 -pyrrolidinylmethylamino 


cycloh exylmeth yl 


H 


2-hydroxy 


H 


l-piperazinyl 


cyclohexyimethyl 


H 


3 -hydroxy 


H 


1-pyrrolidinyl 


cycloh exylmethyl 


H 


4-hydroxy 


H 


1 -pyrrolidinylmethylamino 


cyclohexyimethyl 


H 


4-(4-fluorobenzoyl ) 


H 


l-piperazinyl 


cycloh exylmethyl 


H 


3-(4-fluorobenzoyl) 


H 


1-pyrrolidinyl 


cycloh exylmeth yl 


H 


2-(4-fluorobenzoyI) 


H 


1 -pyrrolidinylmethylamino 


cyclohexyimethyl 


H 


4-(4-methylbenzoyl) 


H 


1 -piperazinyl 


cyclohexyimethyl 


H 


3 -(4-methy Ibenzoyl) 


H 


1-pyrrolidinyl 


cyclohexyimethyl 


H 


2-(4-methylbenzoyl) 


H 


1 -pyrrolidinylmethylamino 


cycloh exylmeth yl 


H 


4-chloroacetyl 


H 


1 -piperazinyl j 


cyclohexyimethyl 


H 


3-chloroacetyl 


H 


1-pyrrolidinyl 


cyclohexyimethyl 


H 


2-chloroacetyl 


H 


1 -pyrrolidinylmethylamino 


cyclohexyimethyl 


H 


4-ethoxycarbonyl 


H 


1 -piperazinyl 


cyclohexyimethyl 


H 


3-eth oxycarbony 1 


H 


1-pyrrolidinyl 


cyclohexyimethyl 


H 


2-ethoxycarbonyl 


H 


1 -pyrrolidinylmethylamino 


cyclohexyimethyl 


H 


4-carboxy 


H 


1 -piperazinyl 


cyclohexyimethyl 


H 


3-carboxy 


H 


1-pyrrolidinyl 


cyclohexyimethyl 


H 


2-carboxy 


H 


1 -pyrrolidiny Imeth y lamino 


cyclohexyimethyl 


H 


4-chloromethoxy 


H 


1 -piperazinyl 


cyclohexylmethyi 


H 


3-chloromethoxy 


H 


1-pyrrolidinyl 


cyclohexyimethyl 


H 


2-chloromethoxy 


H 
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R 1 


R 2 


R 3 


Y 1 


Y* 


1-piperazinyl 


2-methoxyethyl 


H 


3-chloro 


H 


1 -pyrrolidinyl 


2-rnethoxyethyl 


H 


3-chloro 


H 


1 -pyiroUdinybriethylamino 


2-methoxyethyl 


H 


4-chloro 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


2-fluoro 


H 


1 -pyrrolidinyl 


2-methoxyethyl 


H 


3-fluoro 


H 


1 -pyrroiidinylmethylamino 


2-methoxyethyl 


H 


4-fluoro 


H 


1-piperazinyl 


2-methoxyethyl 


H 


2-bromo 


H 


1 -pyrrolidinyl 


2-methoxyethyl 


H 


3-bromo 


H 


1 -pvrrohdinylmethvlamino 


2-methoxyethyl 


H 


4-bromo 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


2-nitro 


H 


1 -pyrrolidinyl 


2-methoxyethyl 


H 


3-nitro 


H 


1 -pvirolidinylinethylarnino 


2-methoxyethyl 


H 


4-nitro 


H 


1-piperazinyl 


2-methoxyethyl 


H 


2-methoxy 


H 


1 -pyrrolidinyl 


2-methoxyethyl 


H 


3-methoxy 


H 


1 -pyiTolidinylrnethylarrdno 


2-methoxyethyl 


H 


4-methoxy 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


2-chloro 


4-chloro 


1 -pyrrolidinyl 


2-methoxyethyl 


H 


3-chloro 


4-chloro 


1 -pyiToUdinylrnethylairdno 


2-methoxyethyl 


H 


2-fluoro 


4-fluoro 


1-piperazinyl 


2-methoxyethyl 


H 


3-fluoro- 


4-fluoro 


1 -pyrrolidinyl 


2-methoxyethyl 


H 


2-bromo 


4-bromo 


1 -pym>udinylmethylamino 


2-methoxyethyl 


H 


3-bromo 


4-bromo 


1-piperazinyl 


2-methoxyethyl 


H 


2-methoxy 


4-methoxy 


1 -pyrrolidinyl 


2-methoxyethyl 


H 


3-methoxy 


4-methoxy 


1 -pyrrobdmylniethylarrano 


2-methoxyethyl 


H 


2-acetyl 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3-acetyl 


H 


1 -pyrrolidinyl 


2-methoxyethyl 


H 


4-acetyl 


H 


1 -pyrroUdinylmethylarnino 


2-methoxyethyl 


H 


2-benzoyl 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3 -benzoyl 


H 


1 -pyrrolidinyl 


2-methoxyethyl 


H 


4-benzoyl 


H 


1 -pyiToUdinylmethylamino 


2-methoxyethyl 


H 


2-cyano 


H | 


1 -piperazinyl 


2-methoxyethyl 


H 


3-cyano 


H 


1 -pyrrolidinyl 


2-methoxyethyl 


H 


4-cvano 


H 


1 -pyirolidinylmethylarnino 


2-methoxyethyl 


H 


2 -carbamoyl 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3-carbamoyl 


H 


1 -pyrrolidinyl 


2-methoxyethyl 


H 


4- carbamoyl 


H 


1 -pym>Udinylrnethylarnino 


2-methoxyethyl 


H 


2-dimethylcarbamoyl 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3-dimethylcarbamoyl 


H 


1 -pyrrolidinyl 


2-methoxyethyl 


H 


4-dimethylcarb amoyl 


H 


1 -pyrrohdinyimethylarnino 


2-methoxyethyl 


H 


2- methylcarbamoyl 


H 


1-piperazinyl 


2-methoxyethyl 


H 


3 -methyl carbamoyl 


H 
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R 1 


R 2 


R 3 


Y 1 




1-pyrrolidinyl 


2-methoxyethyl 


H 


4-methylcarbamoyl 


H 


1 -pyrrolidinylmethylamino 


2-methoxyethyl 


H 


2-methoxycarb onyl 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3-methoxycarb onyl 


H 


1-pyrrolidinyl 


2-methoxyethyl 


H 


4-methoxycarb onyl 


H 


1 -pyrrolidinylmethylamino 


2-methoxyethyl 


H 


2-amino 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3 -ami no 


H 


1-pyrrolidinyl 


2-methoxyethyl 


H 


4- amino 


H 


1 -pyrrolidinylmethylamino 


2-methoxyethyi 


H 


2-methvlamino 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3-methylamino 


H 


1-pyrrolidinyl 


2-methoxyethyl 


H 


4-methvlamino 


H 


1 -pyrrolidinylmethylamino 


2-methoxyethyl 


H 


2-dimethylamino 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3-dimethylamino 


H 


1 -pyrrolidinyl 


2-methoxyethyl 


H 


4-dimemylamino 


H 


1 -pyrrolidinylmethylamino 


2-methoxyethyl 


H 


2-trifluoromethyl 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3-trifluoromethyl 


H 


1-pyrrolidinyl 


2-methoxyethyl 


H 


4-trifluorometh yl 


H 


1 -pyrrolidinylmethylamino 


2-methoxyethyl 


H 


2-fluoromethyl 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3-fluoromethyl 


H 


1 -pyrrolidinyl 


2-methoxyethyl 


H 


4-fluoromethyl 


H 


1 -pyrrolidinylmethylamino 


2-methoxyethyl 


H 


2-hydroxy 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3-hydroxy 


H 


1-pyrrolidinyl 


2-methoxyethyl 


H 


4-hydroxy 


H 


1 -pyrrolidinylmethylamino 


2-methoxyethyl 


H 


4-(4-fluorobenzoyl) 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3-(4-fluorobenzoyl) 


H 


1-pyrrolidinyl 


2-methoxyethyl 


H 


2-(4- fluorobenzoyl) 


H 


1 -pyrrolidinybnethylamino 


2-methoxyethyl 


H 


4-(4-methylbenzoyl) 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3-(4-methylbenzoyl) 


H 


1-pyrrolidinyl 


2-methoxyethyl 


H 


2-(4-methylbenzoyl) 


H 


1 -pyrrolidinylmethylamino 


2-methoxyethyl 


H 


4-chloroaceryl 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3-chloroacetyl 


H 


1-pyrrolidinyl 


2-methoxyethyl 


H 


2-chloroacetyl 


H 


1 -pyrrolidinylmethylamino 


2-methoxyethyl 


H 


4-ethoxycarbonyl 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3-ethoxycarbonyl 


H 


1-pyrrolidinyl 


2-methoxyethyl 


H 


2-ethoxycarbonyl 


H 


1 -pyrroiidinylmeth ylamino 


2-methoxyethyl 


H 


4-carboxy 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3-carboxy 


H 


1-pyrrolidinyl 


2-methoxyethyl 


H 


2-carboxy 


H 


. 1 -pyrrolidinylmethylamino 


2-methoxyethyl 


H 


4-chloromethoxy 


H 


1 -piperazinyl 


2-methoxyethyl 


H 


3-chloromethoxy 


H 


1 -pyrrolidinyl 


2-methoxyethyl 


H 


2-chloromethoxy 


H 
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[0116] 
Process 6 

[Chemical structure 16] 

R 1 R 1 




wherein R 1 , R 2 , R 3 , X 1 , X 2 , Y 1 and Y 2 are the same as 
defined above. Y is a leaving group such as halogen atom 
e.g., chlorine atom, bromine atom, iodine atom. 

Compound (50) is prepared by reacting compound (49) 
with R 3 Y in the presence of a base in an organic solvent. 

The bases are for example, alkali metal hydroxide, 
such as sodium hydroxide or potassium hydroxide, alkali 
metal carbonates such as sodium carbonate or potassium 
carbonate, alkali metal hydrides such as sodium hydride or 
potassium hydride, organometalic salts such, as, methyl 
lithium, butyl lithium, lithium diisopropylamide, tertiary 
amines such as triethylamine or diisopropylethylamine, or 
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pyridines such as dimethyl aminopyridine or pyridine. 

The organic solvents are for example, halogenated 
hydrocarbon such as methylene chloride or dichloroethane, 
ethers, such as diethyl ether or tetrahydrof uran, or 
5 aprotic solvents such as acetonitrile, dimethyl formamide or 
dimethyl sul f oxide ♦ 

The reaction temperature is selected from the range 
between about -78 °C and around boiling point of the solvent. 

[0117] 

10 Compound (51) is prepared by reacting compound(49) 

with an oxidizing agent. The oxidizing agents are for 
example organic peracids such as perbenzoic acid, m-chloro 
perbenzoic acid. The organic solvents are for example, 
halogenohydrocarbons such as methylene chloride, chloroform. 

15 The reaction temperature is selected from the range 

between about 0°C and about room temperature. 
[0118] 

Compound (52) is prepared by reacting compound (50) 
with an oxidizing agent. The oxidizing agents are for 
20 example organic peracids such as perbenzoic acid, m-chloro 
perbenzoic acid. The organic solvents are for example, 
halogenohydrocarbons such as methylene chloride, chloroform. 

The reaction temperature is selected from the range 
between about 0°C and about room temperature. 
25 [0119] 
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Compound (52) is prepared by reacting compound (51) 
with R 3 Y in the presence of a base in an organic solvent. 

The bases are for example, alkali metal hydroxide, 
such as sodium hydroxide or potassium hydroxide, alkali 
5 metal carbonates such as sodium carbonate or potassium 
carbonate, alkali metal hydrides such as sodium hydride or 
potassium hydride, organometalic salts such -as, methyl 
lithium, butyl lithium, lithium diisopropylamide, tertiary 
amines such as triethylamine or diisopropylethylamine, or 
10 pyridines such as dimethylaminopyridine or pyridine. 

The organic solvents are for example, halogenated 
hydrocarbon such as methylene chloride or dichloroethane, 
ethers, such as diethyl ether or tetrahydrof uran, or 
aprotic solvents such as acetonitr ile, dimethyl formamide or 
15 dimethyl sulfoxide. 

The reaction temperature is selected from the range 
between about -78 °C and around boiling point of the solvent. 

[0120] 
Process 7 
20 [Chemical structure 17] 
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R 1 R 1 




wherein R 2 , R 3 , X 1 , X 2 , Y 1 and Y 2 are the same as 
definined above. Y is a leaving group such as halogen atom 
e.g., chlorine atom, bromine atom, iodine atom. 
5 [0121] 

Compound (53) is prepared by reacting compound (49) 
with an oxidizing agent in an acid solvent such as sulfuric 
acid, acetic acid. The oxidizing agents are for example 
organic peroxides such as hydrogen peroxide. 
10 The reaction temperature is selected from the range 

between about room temperature and about 70°C. 
[0122] 

Compound (54) is prepared by reacting compound (53) 
with R 3 Y in the presence of a base in an organic solvent. 
15 The bases are for example, alkali metal hydroxide, 

such as sodium hydroxide or potassium hydroxide, alkali 
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metal carbonates such as sodium carbonate or potassium 
carbonate, alkali metal hydrides such as sodium hydride or 
potassium hydride, organometalic salts such as, methyl 
lithium, butyl lithium, lithium diisopropylamide, tertiary 
5 amines such as triethylamine or diisopropylethylamine, or 
pyridines such as dimethylaminopyridine or pyridine. 

The organic solvents are for example, halogenated 
hydrocarbon such as methylene chloride or dichloroethane, 
ethers, such as diethyl ether or tetrahydrof uran, or 
10 aprotic solvents such as acetonitrile, dimethylf ormamide or 
dimethyl sulfoxide. 

The reaction temperature is selected from the range 
between about -78 °C and around boiling point of the solvent. 

[0123] 

15 Compound (54) is prepared by reacting compound (50) 

with an oxidizing agent in an acid solvent such as sulfuric 
acid, acetic acid. The oxidizing agents are for example 
organic peroxides such as hydrogen peroxide. 

The reaction temperature is selected from the range 

20 between about room temperature and about 70°C. 
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